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(57) Abstract: Disclosed is a compound 
represented by the general formula (I) below which 
is useful as a neurokinin receptor antagonist. [In 
the above formula, R 1 and R 2 respectively represent 
an optionally substituted (hetero)aryl group; R 3 
represents -CO-R 4 , -CO-O-R 4 or the like; R 4 
represents an alkyl group, cycloalkyl group or the 
like; A represents CH 2 , CO or S0 2 ; B represents 
a single bond or the like; D represents an oxygen 
atom or CH 2 ; E represents an alkylene group or 
alkenylene group; and n represents an integer of 
1-3.] 
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[R 1 , R 2 : mWk»! <s\-ru) 7>J-;K 
R 3 : -CO-R 4 , -CO-O-R 4 ^ 
R 4 : T)V*r)V, ->^D7Wf, A : CH 2 , CO, S0 2 , 

b : m^m, 

D : mm. CH 2 , E : 7)V*V>, 7)V^r^U>. n : 1-3] 
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m m m 

*mmu, (nk p n k 2 hlz$n k 3 ) tefcrrsttttflsjBs^r 

*H#ffFlg6 5 1 1 9 7 5^£«> NK^Wft, NK 2 §§#MK 3 §§* 

mtumtzK), stiis (tits-^s (i) k&w-^r 3 ^^-?-^*) * 

*ffl#S^^ 6 5 1 1 9 7 5^KIB^SnTV^^'&«fc3IIX - rs'lli:*»«l#Jt«) 
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xmmm^mt^mmm, mm. mm. am, mmmm, mmm, wmmm, mm 
mmi&T. famm, mmm, m^&mm, mm^&m^xu^mmm^iz^o 

mm, ^j&m, ^m.mmz^^»m^m^m m>t>&. mmm, sasv^ j-m* 
(i) (i) 



ess*. 




(i) 
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- CO-R 4 , 
-CO-O-R 4 , 
-CO-NH-R 4 , 
-CO-CH 2 -N (R a ) R b . 

- (CH 2 ) m -CO-R 5 , 

- (CH 2 ) m -R 5 . 
-CO-NH-CO-N (R a ) R\ 
-CO-NH-S0 2 -N (R a ) R b , 
-CO-NH-CO- (CH 2 ) P -N (R a ) R b , 
-CO-NH 2 , 

R 5 \t. 7kmm, -OR 4 ^ft5S, Xtt-N (R a ) R b ^ft§S^^L, 
»T;i/n^~>*, b Fn=»f >-fg»T;i/n^->», b F □^->{glXT;i/n^->T;m^ 

ji/«7;^jn, *jw ; E'fjH£i7ji/3^'>7MM> ^mmmm7 ->;v7 
5 y-fg^T;i/^;i/S, {gMi§JMx ^7 5 y {gi&TJi/^v'T;^;!/^ ffii&y 
jv+ji/^j^-^75 y i&mrjv^jim, &m.7 )v^)vt,)v^^)V7 5 / i&wt )v 

n*i/7 )V*c)Vm, (N-tFD^>-N-^fWJW^jl/) «7J^M, 

i7J^^r^-N-^5 1 JW;wt ; &i';v)ti7 ^ ( n - i&m 7 )V n * >> - 
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mfci, 1 6 O^^^^L-, 

BU, C 1 -C 4 7Ml'>lXttC 2 -C 4 7J^-l/>I$Sb, 

Elt C x - C 4 7MI/>SlttC 2 -C 4 7M-k>l§SL, 
nte, 1 3 ©Sfc^U 

amsi¥a«, /\ay>if, -fg^T;i-^;«> tHn^s/M7;^m /\ 

75;s> 7syi, *;i/A^-r ms. ~>7;i*6fj:5tw^t.] 

(2) r 1 ^, 7 u - jh, xummmmaj^ DMsn^st i 7^3 mb& 

(3) R 1 7x-JK XteMi&XWa! iOIKSWlT 1 7J>M 3 

(4) - r 1 jfiy ?^-)v \y.tej\utf ;mik~y)v*)vm, mRrjin^^m^zf 

7km&fr*>fe2>m& DHW^tl&Sl: 1 7I;S3f@gm$tl7c^a:n;i/-efe^^'&^, 

(5) R 1 Aa^rVfSMT^^-^SBLmsmT^a^r^^^S^^l^ck DM 
^$n^*-rr 1 7iS3fiS^$tife7x-;i/i:sg.^)'fb-^^, 

(6) R 1 ^ 3, (h'J7Jl/*D><5 1 JV) 7x-Mtt3, 4, 5- 
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(8) r 2 ^\ i x\$2m<n/\u^>mi L mWiznf£y x.~)im-e&z>fc&!V>), 

(9) R 2 ^\ 3, 4-y7MD7x^X(i3, 4-^nD7i-ira 

(10) ^?l'>SXttAM^il'ST^2)ft^, 

(12) JWB'&xrac 1 -c 4 T;i/^i/>«T : fe§'ft;'&#i> 

(13) B*5, ^TfeSj^ft,. 

(14) d*«, mmm^xu^^vy^^^i^m, 

(15) C 1 -C 4 7J]s*U>m~e&&fe&m. 

(16) E#, X^l^>X« h 'J ^5=- U>T*S'fb'&«K 

(17) lXB2T?»5ftt*, 

(18) 2 -r^^-fb-S-tJ, 

(19) R s #, - (CH 2 ) m -CO-R 5 TS§» 

(2 0) R 3 ^\ -CH 2 -CO-N (R a ) R b T? 25 Z>fc&m. 
(2 1) R a R££R b <Z)— zRStJfC^ fS^T;P^;i/*> hHo^^IXtti 
i7J^ + ->ii?J5 0, tFD^S/ffii7MJH, kFn + vii7^ 

, fg m r jv n * ~> * ;p si? - )v mm. r jv * )v m x m& m ? )v n ^ ~> # ;p # n ; ws 

»7J^^y7J^MI^\ &V>teU R a ]££KR b :^— *f Kl&oT, 

(2 2) -N (R a ) R b J&t, N — (3 - k Ho^y7°D t"Jk) -N-^fJb75 
y\ N — (4-kFD^y7*fJl/) y\ N- (5-kFo^y^ 

>^;p) -N-^fJV75;, N- (6-kFn^yA^yJl/) -N-^5 1 Jl/7S 
y\ N — [2- (2-kFD^yXh^v') X^)l/] -N-^^757> N- (2 
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-kHn^5/if;W -N - * h^-i^T S. S , N — ( 3 -A^^^^n tf;H - 
N-^^7$;, 2- (3-tFD^->yntf;i/) tfDiJy/, 

^r^^n tf^u^y, 4- (2 - 1 hd^>i h tf^u >v , 4- (t 
^ « cd mm± $ n § & § . 

*fgD3te> St, -bfB (1) TbM (2 2) Sjg#^ tl£ ^fn* 1 frfBtt^n 
NKp NK 2 &r//XttNK 3 S«F#*«^«E"r * &JS CO femm b < te^ffiT £ 56 

75 S (2 2) 1 \zmM2nfrik&mJlU'tCDMW±.t 6 FW-g 

&^i»sb ^wK-¥-r^fc26cDis^ia^ 

mmmmm zmm-Tztczbo, ±?b cd (22) ^sn^n^^m^ 
b< fcti&Sf-rsfcfc®, mB&^&fr&<Dmmnm^&mm^%tc®<D,±m<i 1 ) 

(2 2) frt>m%lZnz>^~ftlfr 1 twB«£n7cfb^Xte^©^SJ^fF^£ 
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*&mus hk> ^^«o±bb (i) (22) ^5i^snsvifn*ut 

3££fc:«k&, NKp NK 2 W/XttNK 3 ft^ffit§fei (#{-, D« 
*©±1B (1) Tbm (2 2) ^5»jRSn«VJftl^ 1 teK»$nfe'fb'&«X«-€- 

±IB— JKS; ( I ) fc33V>T, 

TiM3iii^tifc7U-j«j ©7'j-;vs«, c 6 -c 10 7U-;nst 

±12 rc 6 -C 10 7U-Mj C 3 -C 10 >'^D7M^ (ffjgicfct, 
C 5 -C 6 ->^D7W) ££fgi LT^Tfc <fc ^ 
ri*j r«lft3£»aJ;DjlRSn**T?175S3fla«lft$nfc7'U— 

^tlli, Jfjgfctt, 7j<m*. ^h^r->, Xh^-X 5^7/ 

7x^STc5D, JCK^jSt'tt, 7j<mS, ^h + ^^h'J7JP*n^^W^ 

n^-n^ 1 75i3fi0STttiftsnfc7x- d> mzm-mz\$, 3,4, 

^5 o 

tna, 7y*if, tsssnc^ ^ssjos^a^a^ssjs^ 
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jt*u> :7d;k 5px-;k tnuiK tf^yu;v, 5 ^/u ;k ^ 

Tr&D#, Mfcteu 7Uik ^x-;P, tfalUK HyV'UJk -f5^yj;k 

t^yujk -Yv^tyjjk fyyjjk -rv^yyy;K t?ui?;K tfu^ 

MIST?* l^L<tt2{i^-t?5 7!;M6M^\^nT U-;i/ST^D,M^$fjl^tt, 
tf U i^X « tf U 5 y-JHTS § o 

^ ±m KfD7'j-iHj mom^m imtut. c 6 -c 10 tu-;v (#? 

ili-te^ 7i-W XttC 3 -C 10 y^n7MJl/ UtfMteU, C 5 -C 6 y^o7 
^x;i/> ^>7'7izJK ^;Uik -fV^/UJk ^l/UrJK rh7th*n 

R 4 XtfI»a0^i(:*(^ rfg^T;i/^yi/*j ^^;i/> x^;k y 
Dtr;K ^fy7"nk°jk y^;K -f7 7'f;k sec -y^;i/> tert -y^K 
^>^;k -f7^>7JK 2 -^^y^K *;t^>^;K 1, l-^^^^y 
ntf;K 1 -xfjk^n tr;w ^v;k -fy^^^Jk 3 -*^;ws>9\7K 2 
-^^;p^>^;i/, 1 -p<5p;i^>^;k 3, 3 - z^^^-jiy^jv, 2, 2-*j* 
^-)vy^)v, i, i -^^9-)vy^-)v, i, 2-^^fjk7*m i, 
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n tf n> X tt -f V ^nKK»«. 

^©J;5^C3-C 8 y^n7MJH*f*t, #39 Kite, C 5 -C 6 y^D7^ 

r 4 ©€«^*5^^ rfsMT;i/^--;i/Sj »> isii*b< Wic 2 - c 6 t;i^ 
R 4 o^^t^^^> rfg^T;i/^-;i^*j at««u<«^tt«ac 8 -c 6 r;i^ 

;K hU^nn^fjk ^7JI/tn^fjk y^nn/fjK ^n^E^^k 7 
)V^ru^^)V. 2-7MnifJW 2-:?a ; ex^;K 2, 

2, 2-h'J7Mnif;k 2, 2, 2- h'J^nnifjk 3-^nn7°at° 
;K 4-7Mn7fjK 6 -H- F^v^Xte 2 , 2 -^^D^EX^;H?a5 D 
#^>o R 4 tlTit 2-7JktDlfik 2-^nnx^;i/X« 

2-7n^XfJH'fe5. «»0! tLTd h'J 7JktD^^ 

;K 2-tFP + yxm 2, 3-^tHD + ^7°Dt°Jk 3-k HD^y7n 
fcf;K 3, 4-S>fc KD^i/7*f;i/X«4-t F n*^:/^"^ ^jlfcte:, 
tFD^y^fJk 2-kHD^yi7Jk 3 — t Ha^^7°nt°Jl/Xtt4 - b F 
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z> )v^r)vm\ ~Blz$ ^&m.r ;yn^r~># ;y=^;i/»j © 

h^->, -fV^F + y, s-T'F^y, tert-^F^>, n-^>h=t^>, -f 

^<^;i/^>h^v, 3 -^;k> h^>, 2 -^^;i/^> b^>, 3, 3->>^ 

^^^h^r>-> 2, 2-y^fJ^F^X 1, 1 -i?*^)VZf h^>. 1, 2- 
^WF^y, 1, 3 -^^^;i/^b^->X«2 , 3 - V^)VZf h^r^XD^ 

Wit^Wu ^ F + ->XBiF + yT*5. 

2 h^xg^K 3 F + ^^a fcf;K xF^y^fiK 2-xh^~>x^ 

\z\$, * h^~>^;K X h^v-^^X»2 - X h^v-X 

=P;H?£U> J; DM(c^fjSfc«, ^h^>p<^;K 2-^F^yx?j^S2-x 
F^yx?;i/TS§. 

W7y^t^y7;^Mj <£>f£M«y i^)VW^ ; R a ;El^R b £)5£lii;:43tf■ 
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-fu mx ;i/^-^->, ^u;^^^ -fy^f'JM^^ ^>^/<;^^- 

2 -T-fe^;i/^^>X^;i/ > 3 - 7t^tdF'>y n t°MB7"D tft-Jkt^ ~> 
□ 7}^>;fr;i^x;K 7b^y*M-Jk s -^h^v^l^x;!/, ter t - 

tt, C3-c 9 T;i/^^v*;p^-;i/T;i/^;i/ST:^fp> mztt?M\z.u, *h*i^Zj 
jl^-ji^^-ji, 2 b^>-#;i/#x jpx?;k 3 h^r~>*;i/#-;i/^°nr t° 

jl/^x^r/n t:;K :/n#^$/#;i/^x;]/;* 

;i/X« 3 -^n#^r->AjHxjV7°D £5&C 3 - C 7 7 Kn^is* — 
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n^^^b^v-, + 2, 3-^kF-a^->^D^y, 3 

-tFn^fy7'n^y, 3, 4-ykFn + yyh^yXtt4-kFn^~>yh 
^r->T$.iQ#, iftMlzU, kFn^y/F + y, 2-tFD^yXF^y, 3 - 1 
Fn^yyD#^yXtt4-k F ndr->:/ F ^$/-c& D > 2 — t F 

D^yIh^yXli3 -fc Fn^y7°D#^yTS5o 

C 3 -C 9 t; Hn^5/T;i/n^s/T;i/^;i/aT25D^ M^^fjKctt, hFn 
4^->^ h^->^;K 2- (bFn^y^h^y) X^;K 3- (tFn^^^F 
T'Dk'JK 2-kFD^ylh^y^fJK 2- (2-kFo^yXF^y) 
xg^;K 3-.(2-hFD^yxF^y) 3 - h Fn^y7°o#^y^ 

2- (3-tFn^y7°D#^y) X^jl/Xtt3- (3-kFo^y7'D^ 
*zs) y°U E;i/©£5&C 3 - C 7 T )\s^*isT 0 > =t D jEf-^Fjll Kite, 
2 - h FD + yxh^yTltStlfcC! - C A T JV^JV^to D > fete, 
2 - k Fn=^>X F^v^^iK 2- (2-kFD^ylF + y) X^PXte: 3 - 
(2-kFD^yxF+y) y°P fcf ;i/"TrS> D , Sfc$?JIK:fciu 2- (2-kFo^ 
yxF + y) x^^lr^^o 

fcte, C 1 -C 4 7JI/n^y-C 3 -C 9 7Jl'n^y7JWlTfe 0 >Ht~£? j£tc«, 

^F + yxF + y^fMtt2- (2-^F^yxF^y) X^;i/T-&D, Jftfc£F 
jgK«> 2- (2-^F^yxF^y) x5P;i/i?;fe£ 0 

^y77STfit$nfeS$ti*b, #ij;tte\ ~>T/;*^;K 2-y77x?JK 
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/ih^-» x^;i/-e$>i9, *fe$fiS^«> .2 - (2-v7;xh + y) x^;i/T 
U&W.7 )v*)vm\ ^^ji^^-iy&^m^nrci&^M^v. mz-te. tu^*^ 

y^;K 2 -#;p^~>x^;k 3-*J^y7'ntf;i/XS4-*M+y7*5 1 

^^y-C 3 -C 9 7^3^y7MMT^?)> *M+y-C 3 
- C 4 y;i/3^->y;^^;i/*TraB 0, #fc£?}gc«, 2-*M + yxb^y^f 
;i/X«2- (2-*M+->xh + -» x^;i/TffeO, SfeMfcte, 2- (2- 

R a RrXR b ©^«^^5^^ r{g^T;i/xi4 i >'*;i/#x;i/fg^y;i/xi^i/y;i/^;i/ 
*j tufa rfg®y;pxi^~>T;i/^;i/Sj ^mx;vxT^#;i/#x;i^-c«#i 

$tlfc»£*b, $FJgK:«, / h^y* - J|/- C 3 - C 9 7^3^y7^M 

0> #fc£?iafcte> 2-^b^y*JHxjVxh^y^^Xtt2- (2-^h^ 
>»!3j^xjHb^y) x^;i/T^D, HfcATMfcte, 2- (2-^h + y*M 
x;i/xh^v) x^;i/Trab?>o 
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)V7s.;&mT)v=i*i'7)v*)vm (Dmmmmr^Jiy s /nmz, mm u& 

tf/tn<^75y, A' 1/ U ;V7 5 / Xtt-f U 'J ;V7 5 7 (3 
&lzWMlZ\Z, 7t7JI/75;T-fe?.o 

tcfci, 2-7tWS/Xf;K 3 -7tf^7$y 7°a t!;i/X « 4 - Tiz^l/ 
R a WR b ©tiili5lt§ riM«7y^7 5/fSl7^3^^7J^;i/ 

n^s^uMKiwu 7-t?-)i7$ /-c 3 -c 9 7;pn^>7;wi/^T&D, 

Mf££HSK:fct> 7tf;V75/-C 3 -C 4 7;i/3^y7MJHtSD, 

fcfclU 2-7tW5;xh^y^?M«2- (2-7t^75;xh^y) 

X^JUffe 0 , ftfc#?a8f-«> 2 - (2 -7tf^75 /Xh^y) X^I/T^. £ o 
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MJ'teU C 1 -C ! 7JWV-S0 2 NH-C 1 -C 4 7MMT*D 4 Mfc^jS 

\z\z, juts, j tsi^nfcc i- c 4 T;w^;vs^ab d > Sfe^iH 

ra^te, c 1 -c 2 T;i/^;i/-so 2 NH-c 3 -c 9 T;i/n^v-r;p 

Hfc:$?jSK:Ki> ^fJ^J^-^75;-C 3 -C 4 7jPa^y7^ 
^jUtSD, 2 - ^ f Jl/X;^ - ^7 5 ; X h ^ y / f il/XB 2 

- (2 -^fj^W-JI/75;xh^y) X5F-;i/-lr& Sfe^fii^tt, 2 - (2 

;H?Bi&$nfcC x - C 4 T;i/^;i/ST£> 2- (N-kFn + y 

-N-y^^^^/t^-r;!/) X3^K 3- (N-kHD + y-N-^fMJWtt 
-OP) yPtf;i/X«4- (N-tFn + y-N-^^AJkA'Hil') y^jwcfc 

7il/3 + y7J^JI/Sj ^fjg^«> N-tHn^y-N-^fMJW^Jl/ 

y - N - ^ ? Jlz/l^-f tlfc C 3 - C 4 7;Vn + y 7 J^JPST^ 0 , 

mzBM^t, 2- (N-kFa^y-N-^fiWJkA^JV) xF + y^f^ 
X«2- [2- (N-kFo^y-N-^fjWJ^'fJW xh^>] X^JVT 
£>0> *fe^f51^tt, 2- [2- ( N - k F O ^ y - N - ^ f A ,; E^ x 

jwtt-r <£irt;p^;psj Mtn n- (Cj-c^i/xi^) -n- 
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2- (N-* h^v'-N-pWI/^Wt^E-f )V) X3^K 3- (N-p<b=^>-N 

R a R«R b o£it*(t§ r(N-{g^T;i/^^>'-N-^^;v*;i//t ; E-i';i/) 
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5»fttt{*©S^*^t^T#-o^, gp%-« ( I ) T*S$tlT^§. fct, 
*?g0J3 E ft 6 ©Ste#*5 «fc r_K H ft 5 ©ittftOffi acoai^©jB-&4U* fe-T^T^r 
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TfB.M^'fb'&iWP , TAcJ «T-fe^;i/^^L, TMeJ te^Wl/^b, TEtJ « 

x^;P£^L, rprj synifMSb, rip r j vt'd tf;i/£^u, rsuj 

fJl'Sil/, TiBuJ H-fV^JP^b, rpnj «^>^;i/^^b, TiPnJ te-f V 
^>^;i/£jKb, TtBuJ tt tert-^^^^^b, TcPrJ Uzs? U ?U tf;i/£r^cU, 
TcBuJ tty^n^J^il> r c p n j te>^ n^>^;P£*c b v T c HxJ «~>^ D 

^*>^*sl, rMorj (MMuyssb, rpipj «b°^u^ys^u, (#0*. 

fcf, r4-(H 2 NCO)-PipJ H4-75/*M-;i'tf^7^;^bJ Tpiprj «h°^ 
7>V£j*b, TAzeJ tt7ff^-;^U, TPyrrj Kt tf □ U V J ZtfTo 
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1-232 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-(CH 2 )2-N(Bu)-CO-CH2 


1-233 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 )3-N(Bu)-CO-CH 2 


1-234 


3,4-diF-Ph 


HO-(CH 2 )2-N(cPr)-CO-CH 2 


1-235 


3,4-diF-Ph 


HO-(CH 2 )3-N(cPr)-CO-CH 2 


1-236 


3,4-diF-Ph 


HO-(CH 2 )4-N(cPr)-CO-CH 2 


1-237 


3,4-diF-Ph 


HO-(CH 2 ) 5 -N(cPr)-CO-CH 2 


1-238 


3,4-diF-Ph 


HO-(CH 2 ) 6 -N(cPr)-CO-CH2 


1-239 


3,4-diF-Ph 


HO-(CH 2 )2-0-(CH 2 )2-N(cPr)-CO-CH 2 


1-240 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(HO)-CO-CH 2 


1-241 


3,4-diF-Ph 


HO-(CH2) 3 -N(HO)-CO-CH 2 


1-242 


3,4-diF-Ph 


HO-(CH 2 )4-N(HO)-CO-CH 2 , 


1-243 


3,4-diF-Ph 


HO-(CH 2 )5-N(HO)-CO-CH2 


1-244 


3,4-diF-Ph 


HO-(CH 2 )6-N(HO)-CO-CH2 


1-245 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 )2-N(HO)-CO-CH 2 


1-246 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 )3-N(HO)-CO-CH 2 


1-247 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(MeO)-CO-CH2 


1-248 


3,4-diF-Ph 


HO-(CH 2 )3-N(MeO).-CO-CH 2 


1-249 


3,4-diF-Ph 


HO-(CH2)4-N(MeO)-CO-CH 2 


1-250 


3,4-diF-Ph 


HO-(CH 2 )5-N(MeO)-CO-CH 2 


1-251 


3,4-diF-Ph 


HO-(CH 2 )6-N(MeO)-CO-CH2 


1-252 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 )2-N(MeO)-CO-CH2 


1-253 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 )3-N(MeO)-CO-CH2 


1-254 


3,4-diF-Ph 


MeO-(CH 2 ) 2 -N(Me)-CO-CH2 


1-255 


3,4-diF-Ph 


MeO-(CH 2 )3-N(Me)-CO-CH 2 


1-256 


3,4-diF-Ph 


MeO-(CH 2 )4-N(Me)-CO-CH2 


1-257 


3,4-diF-Ph 


MeO-(CH 2 )5-N(Me)-CO-CH 2 


1-258 


3,4-diF-Ph 


MeO-(CH 2 ) 6 -N(Me)-CO-CH2 


1-259 


3,4-diF-Ph 


MeO-(CH2)2-0-(CH 2 ) 2 -N(Me)-CO-CH 2 
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1-260 


3,4-diF-Ph 


MeO-C(Me)(Me)-(CH2)3-N(Me)-CO-CH 2 


1-261 


3,4-diF-Ph 


NC-CH2-NH-CO-CH2 


1-262 


3,4-diF-Ph 


NC-(CH 2 )2-NH-CO-CH 2 


1-263 


3,4-diF-Ph 


NC-(CH 2 )3-NH-CO-CH2 


1-264 


3,4-diF-Ph 


NC-(CH 2 )4-NH-CO-CH2 


1-265 


3,4-diF-Ph 


NC-(CH 2 ) 5 -NH-CO-CH2 


1-266 


3,4-diF-Ph 


NC-(CH 2 )6-NH-CO-CH2 


1-267 


3,4-diF-Ph 


NC-(CH2)2-0-(CH 2 )2-NH-CO-CH2 


1-268 


3,4-diF-Ph 


NC-CH2-N(Me)-CO-CH 2 


1-269 


3,4-diF-Ph 


NC-(CH 2 )2-N(Me)-CO-CH 2 


1-270 


3,4-diF-Ph 


NC-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-271 


3,4-diF-Ph 


NC-(CH 2 )4-N(Me)-CO-CH 2 


1-272 


3,4-diF-Ph 


NC-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-273 


3,4-diF-Ph 


NC-(CH 2 ) 6 -N(Me)-CO-CH 2 


1-274 


3,4-diF-Ph 


NC-(CH 2 ) 2 -0-(CH 2 )2-N(Me)-CO-CH 2 


1-275 


3,4-diF-Ph 


HO-CO-CH 2 -NH-CO-CH 2 


1-276 


3,4-diF-Ph 


HO-CO-(CH 2 ) 2 -NH-CO-CH 2 


1-277 


3,4-diF-Ph 


HO-CO-(CH 2 ) 3 -NH-CO-CH 2 


1-278 


3,4-diF-Ph 


HO-CO-(CH 2 )4-NH-CO-CH 2 


1-279 


3,4-diF-Ph 


HO-CO-(CH 2 )5-NH-CO-CH 2 


1-280 


3,4-diF-Ph 


HO-CO-(CH 2 )6-NH-CO-CH2 


1-281 


3,4-diF-Ph 


HO-CO-(CH2)2-0-(CH 2 )2-NH-CO-CH 2 


1-282 


3,4-diF-Ph 


HO-CO-CH 2 -N(Me)-CO-CH2 


1-283 


3,4-diF-Ph 


HO-CO-(CH 2 )2-N(Me)-CO-CH 2 


1-284 


3,4-diF-Ph 


HO-CO-(CH 2 ) 3 -N(Me)-CO-CH2 


1-285 


3,4-diF-Ph 


HO-CO-(CH 2 )4-N(Me)-CO-CH2 


1-286 


3,4-diF-Ph 


HO-CO-(CH 2 )5-N(Me)-CO-CH2 


1-287 


3,4-diF-Ph 


HO-CO-(CH2) 6 -N(Me)-CO-CH 2 


1-288 


3,4-diF-Ph 


HO-CO-(CH 2 )2-0-(CH 2 )2-N(Me)-CO-CH2 


1-289 


3,4-diF-Ph 


MeO-CO-CH2-NH-CO-CH 2 


1-290 


3,4-diF-Ph 


MeO-CO-(CH 2 )2-NH-CO-CH2 


1-291 


3,4-diF-Ph 


MeO-CO-(CH 2 )3-NH-CO-CH2 


1-292 


3,4-diF-Ph 


MeO-CO-(CH 2 )4-NH-CO-CH 2 


1-293 


3,4-diF-Ph 


MeO-CO-(CH 2 )5-NH-CO-CH2 


1-294 


3,4-diF-Ph 


MeO-CO-(CH 2 )6-NH-CO-CH2 
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1-295 


3,4-diF-Ph 


MeO-CO-(CH 2 )2-0-(CH2)2-NH-CO-CH 2 


1-296 


3,4-diF-Ph 


MeO-CO-CH 2 -N(Me)-CO-CH 2 


1-297 


3,4-diF-Ph 


MeO-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-298 


3,4-diF-Ph 


MeO-CO-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-299 


3,4-diF-Ph 


MeO-CO-(CH 2 )4-N(Me)-CO-CH 2 


1-300 


3,4-diF-Ph 


MeO-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-301 


3,4-diF-Ph 


MeO-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


1-302 


3,4-diF-Ph 


MeO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-303 


3,4-diF-Ph 


H 2 N-CO-CH 2 -NH-CO-CH 2 


1-304 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 2 -NH-CO-CH 2 


1-305 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 3 -NH-CO-CH 2 


1-306 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 4 -NH-CO-CH 2 


1-307 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 5 -NH-CO-CH 2 


1-308 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 6 -NH-CO-CH 2 


1-309 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


1-310 


3,4-diF-Ph 


H 2 N-CO-CH 2 -N(Me)-CO-CH 2 


1-311 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-312 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-313 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 4 -N(Me)-CO-CH 2 


1-314 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-315 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


1-316 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-317 


3,4-diF-Ph 


HO-N(Me)-CO-CH 2 -N(Me)-CO-CH 2 


1-318 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-319 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-320 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 )4-N(Me)-CO-CH 2 


1-321 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-322 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


1-323 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-324. 


3,4-diF-Ph 


MeO-N(Me)-CO-CH 2 -N(Me)-CO-CH 2 


1-325 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-326 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-327 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 )4-N(Me)-CO-CH 2 


1-328 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-329 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 
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1-330 


3,4-diF-Ph 


— . — ■ ; p 

MeO-N(Me)-CO-(CH 2 )2-0-(CH 2 )2-N(Me)-CO-CH2 


1-331 


3,4-diF-Ph 


Ac-CH 2 -N(Me)-CO-CH 2 


1-332 


3,4-diF-Ph 


Ac-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-333 


3,4-diF-Ph 


Ac-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-334 


3,4-diF-Ph 


Ac-(CH 2 ) 4 -N(Me)-CO-CH 2 


1-335 


3,4-diF-Ph 


Ac-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-336 


3,4-diF-Ph 


Ac-(CH 2 ) 6 -N(Me)-CO-CH 2 


1-337 


3,4-diF-Ph 


Ac-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-338 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-N(Me)-CO-CH 2 


1-339 


3,4-diF-Ph 


HO-(CH 2 ) 3 -0-N(Me)-CO-CH 2 


1-340 


3,4-diF-Ph 


HO-(CH 2 ) 4 -0-N(Me)-CO-CH 2 


1-341 


3,4-diF-Ph 


HO-(CH 2 ) 5 -0-N(Me)-CO-CH 2 


1-342 


3,4-diF-Ph 


HO-(CH 2 ) 6 -0-N(Me)-CO-CH 2 


1-343 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -0-N(Me)-CO-CH 2 


1-344 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-345 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-346 


3,4-diF-Ph 


(Me) 2 N-(CH 2 )4-N(Me)-CO-CH 2 


1-347 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-348 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 6 -N(Me)-CO-CH 2 


1-349 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-350 


3,4-diF-Ph 


AcNH-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-351 


3,4-diF-Ph 


AcNH-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-352 


3,4-diF-Ph 


AcNH-(CH 2 ) 4 -N(Me)-CO-CH 2 


1-353 


3,4-diF-Ph 


AcNH-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-354 


3,4-diF-Ph 


AcNH-(CH 2 )e-N(Me)-CO-CH 2 


1-355 


3,4-diF-Ph 


AcNH-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-356 ' 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-357 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-358 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 ) 4 -N(Me)-CO-CH 2 


1-359 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-360 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 )6-N(Me)-CO-CH 2 


1-361 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-362 


3,4-diF-Ph 


2-(HO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


1-363 


3,4-diF-Ph 


2-(HO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


1-364 


3,4-diF-Ph 


2-(HO-(CH 2 ) 4 )-Pyrr-CO-CH 2 
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1-365 


3,4-diF-Ph 


2-(HO-CO-CH 2 )-Pyrr-CO-CH 2 


1-366 


3,4-diF-Ph 


2-(HO-CO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


1-367 


3,4-diF-Ph 


2-(HO-CO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


1-368 


3,4-diF-Ph 


4-Oxo-Pip-CO-CH 2 


1-369 


3,4-diF-Ph 


4-HO-Pip-COCH 2 


1-370 


3,4-diF-Ph 


4-(HO-CH 2 )-Pip-CO-CH 2 


1-371 


3,4-diF-Ph 


4-(HO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-372 


3,4-diF-Ph 


4-(HO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-373 


3,4-diF-Ph 


4-(HO-(CH 2 ) 4 )-Pip-CO-CH 2 


1-374 


3,4-diF-Ph 


4-(HO-CH 2 -0)-Pip-CO-CH 2 


1-375 


3,4-diF-Ph 


4-(HO-(CH 2 ) 2 -0)-Pip-CO-CH 2 


1-376 


3,4-diF-Ph 


4-(HO-(CH 2 ) 3 -0)-Pip-CO-CH 2 


1-377 


3,4-diF-Ph 


4-H 2 N-Pip-CO-CH 2 


1-378 


3,4-diF-Ph 


4-(AcNH)-Pip-CO-CH 2 


1-379 


3,4-diF-Ph 


4-(HO-CH 2 -CONH)-Pip-CO-CH 2 


1-380 


3,4-diF-Ph 


4-(HO-(CH 2 ) 2 -0-CH 2 )-Pip-CO-CH 2 


1-381 


3,4-diF-Ph 


4-(HOCO)-Pip-COCH 2 


1-382 


3,4-diF-Ph 


4-(HO-CO-CH 2 )-Pip-CO-CH 2 


1-383 


3,4-diF-Ph 


4-(HO-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-384 


3,4-diF-Ph 


4-(HO-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-385 


3,4-diF-Ph 


4-(HO-CO-(CH 2 ) 4 )-Pip-CO-CH 2 


1-386 


3,4-diF-Ph 


4-(H 2 N-CO)-Pip-CO-CH 2 


1-387 


3,4-diF-Ph 


4-(H 2 N-CO-CH 2 )-Pip-CO-CH 2 


1-388 


3,4-diF-Ph 


4-(H 2 N-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-389 


3,4-diF-Ph 


4-(H 2 N-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-390 


3,4-diF-Ph 


4-(H 2 N-CO-(CH 2 ) 4 )-Pip-CO-CH 2 


1-391 


3,4-diF-Ph 


4-(HO-N(Me)-CO)-Pip-CO-CH 2 


1-392 


3,4-diF-Ph 


4-(HO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


1-393 


3,4-diF-Ph 


4-(HO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-394 


3,4-diF-Ph 


4-(HO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-395 


3,4-diF-Ph 


4-(HO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH 2 


1-396 


3,4-diF-Ph 


4-(MeO-N(Me)-CO)-Pip-CO-CH 2 


1-397 


3,4-diF-Ph 


4-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


1-398 


3,4-diF-Ph 


4-(MeO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-399 


3,4-diF-Ph 


4-(MeO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 
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1-400 


3,4-diF-Ph 


4-(MeO-N(Me)-GO-(GH2)4)-Pip-CO-CH 2 


1-401 


3,4-diF-Ph 


3-Oxo-Pipr-CO-CH 2 


1-402 


3,4-diF-Ph 


4-Ac-Pipr-CO-CH 2 


1-403 


3,4-diF-Ph 


4-(HO-(CH 2 )2)-Pipr-CO-CH2 


1-404 


3,4-diCl-Ph 


MeO-NH-CO-CH 2 


1-405 


3,4-diCl-Ph 


EtO-NH-CO-CH 2 


1-406 


3,4-diCl-Ph 


PrO-NH-CO-CH 2 


1-407 


3,4-diCl-Ph 


BuO-NH-CO-CH 2 


1-408 


3,4-diCl-Ph 


PnO-NH-CO-CH 2 


1-409 


3,4-diCl-Ph 


HxO-NH-CO-CH 2 


1-410 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -NH-CO-CH 2 


1-411 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -NH-CO-CH 2 


1-412 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -NH-CO-CH 2 


1-413 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


1-414 


3,4-diCl-Ph 


Me-CH(OH)-(CH 2 ) 3 -NH-CO-CH 2 


1-415 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -NH-CO-CH 2 


1-416 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -NH-CO-CH 2 


1-417 


3,4-diCl-Ph 


HO-(CH 2 ) 8 -N(Me)-CO-CH 2 


1-418 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -N(Me)-CO-CH 2 


1-419 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-420 


3,4-diCl-Ph 


Me-GH(OH)-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-421 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(Me)-CO-CH 2 


1-422 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-423 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-424 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(Et)-CO-CH 2 


1-425 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -N(Et)-CO-CH 2 


1-426 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -N(Et)-CO-CH 2 


1-427 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(Et)-CO-CH 2 


1-428 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(Et)-CO-CH 2 


1-429 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -O-(CH 2 ) 2 -N(Et)-CO-0H 2 


1-430 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(Et)-CO-CH 2 


1-431 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(Pr)-CO-CH 2 


1-432 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -N(Pr)-CO-CH 2 


1-433 


3,4-diCl-Ph 


HO-(CH 2 )4-N(Pr)-CO-CH 2 


1-434 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(Pr)-CO-CH 2 
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1-435 


3,4-diCl-Ph 


HO-(CH 2 )6-N(Pr)-CO-CH 2 


1-436 


3,4-diCl-Ph 


HO-(CH2)2-0-(CH 2 )2-N(Pr)-CO-CH 2 


1-437 


3,4-diCl-Ph 


HO- C(Me) (Me) - (CH 2 ) 8 -N(Pr) - CO - CH 2 


1-438 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(Bu)-CO-CH 2 


1-439 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -N(Bu)-CO-CH 2 


1-440 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -N(Bu)-CO-CH 2 


1-441 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(Bu)-CO-CH 2 


1-442 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(Bu)-CO-CH 2 


1-443 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Bu)-CO-CH 2 


1-444 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 )8-N(Bu)-CO-CH 2 


1-445 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(cPr)-CO-CH 2 


1-446 


3,4-diCl-Ph 


HO-(CH 2 ) 8 -N(cPr)-CO-CH 2 


1-447 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -N(cPr)-CO-CH 2 


1-448 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(cPr)-CO-CH 2 


1-449 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(cPr)-CO-CH 2 


1-450 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(cPr)-CO-CH 2 


1-451 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(HO)-CO-CH 2 


1-452 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -N(HO)-CO-CH 2 


1-453 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -N(HO)-CO-CH 2 


1-454 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(HO)-CO-CH 2 


1-455 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(HO)-CO-CH 2 


1-456 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 2 -N(HO)-CO-CH 2 


1-457 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(HO)-CO-CH 2 


1-458 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(MeO)-CO-CH 2 


1-459 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -N(MeO)-CO-CH 2 


1-460 


3,4-diCl-Ph 


HO-(CH 2 )4-N(MeO)-CO-CH 2 


1-461 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(MeO)-CO-CH 2 


1-462 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(MeO)-CO-CH 2 


1-463 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 2 -N(MeO)-CO-CH 2 


1-464 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(MeO)-CO-CH 2 


1-465 


3,4-diCl-Ph 


MeO-(CH 2 ) 2 -N(Me)-CO-CH 2 


1-466 


3,4-diCl-Ph 


MeO-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-467 


3,4-diCl-Ph 


MeO-(CH 2 ) 4 -N(Me)-CO-CH 2 


1-468 


3,4-diCl-Ph 


MeO-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-469 


3,4-diCl-Ph 


MeO-(CH 2 ) 6 -N(Me)-CO-CH 2 
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1-470 


3,4-diCl-Ph 


MeO-(CH2)2-0-(CH 2 )2-N(Me)-CO-CH 2 


1-471 


3,4-diCl-Ph 


MeO-C(Me)(Me)-(CH2) 3 -N(Me)-CO-CH 2 


1-472 


3,4-diCl-Ph 


NC-CH 2 -NH-CO-CH 2 


1-473 


3,4-diCl-Ph 


NC-(CH 2 )2-NH-CO-CH2 


1-474 


3,4-diCl-Ph 


NC-(CH 2 )3-NH-CO-CH2 


1-475 


3,4-diCl-Ph 


NC-(CH 2 )4-NH-CO-CH2 


1-476 


3,4-diCl-Ph 


NC-(CH 2 )5-NH-CO-CH2 


1-477 


3,4-diCl-Ph 


NC-(CH 2 )6-NH-CO-CH 2 


1-478 


3,4-diCl-Ph 


NC-(CH2)2-0-(CH 2 )2-NH-CO-CH 2 


1-479 


3,4-diCl-Ph 


NC-CH 2 -N(Me)-CO-CH 2 


1-480 


3,4-diCl-Ph 


NC-(CH 2 )2-N(Me)-CO-CH2 


1-481 


3,4-diCl-Ph 


NC-(CH 2 )3-N(Me)-CO-CH 2 


1-482 


3,4-diCl-Ph 


NC-(CH 2 )4-N(Me)-CO-CH2 


1-483 


3,4-diCl-Ph 


NC-(CH2) 5 -N(Me)-CO-CH 2 


1-484 


3,4-diCl-Ph 


NC-(CH2) 6 -N(Me)-CO-CH 2 


1-485 


3,4-diCl-Ph 


NC-(CH2)2-0-(CH2) 2 -N(Me)-CO-CH2 


1-486 


3,4-diCl-Ph 


HO-CO-CH2-NH-CO-CH2 


1-487 


3,4-diCl-Ph 


HO-CO-(CH 2 )2-NH-CO-CH2 


1-488 


3,4-diCl-Ph 


HO-CO-(CH 2 )3-NH-CO-CH 2 


1-489 


3,4-diCl-Ph 


HO-CO-(CH2)4-NH-CO-CH 2 


1-490 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 5 -NH-CO-CH2 


1-491 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 6 -NH-CO-CH2 


1-492 


3,4-diCl-Ph 


HO-CO-(CH 2 )2-0-(CH2)2-NH-CO-CH2 


1-493 


3,4-diCl-Ph 


HO-CO-CH 2 -N(Me)-CO-CH 2 


1-494 


3,4-diCl-Ph 


HO-CO-(CH 2 )2-N(Me)-CO-CH2 


1-495 


3,4-diCl-Ph 


HO-CO-(CH 2 )3-N(Me)-CO-CH2 


1-496 


3,4-diCl-Ph 


HO-CO-(CH 2 )4-N(Me)-CO-CH2 


1-497 


3,4-diCl-Ph 


HO-CO-(CH 2 )5-N(Me)-CO-CH2 


1-498 


3,4-diCl-Ph 


HO-CO-(CH 2 )6-N(Me)-CO-CH2 


1-499 


3,4-diCl-Ph 


HO-CO-(CH 2 )2-0-(CH2) 2 -N(Me)-CO-CH2 


1-500 


3,4-diCl-Ph 


MeO-CO-CH 2 -NH-CO-CH2 


1-501 


3,4-diCl-Ph 


MeO-CO-(CH 2 )2-NH-CO-CH2 


1-502 


3,4-diCl-Ph 


MeO-CO-(CH2)3-NH-CO-CH2 


1-503 


3,4-diCl-Ph 


MeO-CO-(CH 2 )4-NH-CO-CH2 


1-504 


3,4-diCl-Ph 


MeO-CO-(CH 2 )5-NH-CO-CH2 
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1-505 


3,4-diCl-Ph 


MeO-CO-(CH 2 )6-NH-CO-CH 2 


1-506 


3,4-diCl-Ph 


MeO-CO-(CH 2 )2-0-(CH2)2-NH-CO-CH2 


1-507 


3,4-diCl-Ph 


MeO-CO-CH2-N(Me)-CO-CH 2 


1-508 


3,4-diCl-Ph 


MeO-CO-(CH 2 )2-N(Me)-CO-CH2 


1-509 


3,4-diCl-Ph 


MeO-GO-(CH 2 )3-N(Me)-CO-CH2 


1-510 


3,4-diCl-Ph 


MeO-CO-(CH 2 )4-N(Me)-CO-CH2 


1-511 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 5 -N(Me)-CO-CH2 


1-512 


3,4-diCl-Ph 


MeO-CO-(CH 2 )6-N(Me)-CO-CH2 


1-513 


3,4-diCl-Ph 


MeO-CO-(CH2)2-0-(CH 2 )2-N(Me)-CO-CH2 


1-514 


3,4-diCl-Ph 


H2N-CO-CH2-NH-CO-CH2 


1-515 


3,4-diCl-Ph 


H 2 N-CO-(CH2)2-NH-CO-CH2 


1-516 


3,4-diCl-Ph 


H2N-CO-(CH 2 )3-NH-CO-CH2 


1-517 


3,4-diCl-Ph 


H 2 N-CO-(CH2)4-NH-CO-CH2 


1-518 


3,4-diCl-Ph 


H2N-CO-(CH 2 )5-NH-CO-CH2 


1-519 


3,4-diCl-Ph 


H2N-CO-(CH2) 6 -NH-CO-CH 2 


1-520 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 )2-0-(CH2)2-NH-CO-CH2 


1-521 


3,4-diCl-Ph 


H 2 N-CO-CH2-N(Me)-eO-CH 2 


1-522 


3,4-diCl-Ph 


H2N-CO-(CH 2 )2-N(Me)-CO-CH2 


1-523 


3,4-diCl-Ph 


H2N-CO-(CH 2 )3-N(Me)-CO-CH2 


1-524 


3,4-diCl-Ph 


H 2 N-CO-(CH2)4-N(Me)-CO-CH 2 


1-525 


3,4-diCl-Ph 


H2N-CO-(CH2) 5 -N(Me)-CO-CH 2 


1-526 


3,4-diCl-Ph 


H2N-CO-(CH 2 ) 6 -N(Me)-CO-CH2 


1-527 


3,4-diCl-Ph 


H2N-CO-(CH 2 )2-0-(CH2)2-N(Me)-CO-CH2 


1-528 


3,4-diCl-Ph 


HO-N(Me)-CO-CH2-N(Me)-CO-CH 2 


1-529 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH 2 )2-N(Me)-CO-CH2 


1-530 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH 2 )3-N(Me)-CO-CH2 


1-531 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH 2 )4-N(Me)-CO-CH2 


1-532 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH2)5-N(Me)-CO-CH 2 


■ 1-533 


3,4-diCl-Ph 


HO -N(Me) - CO- (CH2) 6- N(Me) - CO - CH 2 


1-534 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH2)2-0-(CH 2 )2-N(Me)-CO-CH2 


1-535 


3,4-diCl-Ph 


MeO-N(Me)-CO-CH 2 -N(Me)-CO-CH2 


1-536 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH2)2-N(Me)-CO-CH 2 


1-537 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 )3-N(Me)-CO-CH2 


1-538 


3 ; 4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 )4-N(Me)-CO-CH2 


1-539 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 ) 5 -N(Me)-CO-CH2 
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1-540 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 )6-N(Me)-CO-CH 2 


1-541 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH2)2-0-(CH 2 )2-N(Me)-CO-CH 2 


1-542 


3,4-diCl-Ph 


Ac-CH2-N(Me)-CO-CH 2 


1-543 


3,4-diCl-Ph 


Ac-(CH 2 )2-N(Me)-CO-CH 2 


1-544 


3,4-diCl-Ph 


Ac-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-545 


3,4-diCl-Ph 


Ac-(CH 2 )4-N(Me)-CO-CH2 


1-546 


3,4-diCl-Ph 


Ac-(CH 2 ) 5 -N(Me)-CO-CH 2 


1-547 


3,4-diCl-Ph 


Ac-(CH 2 ) 6 -N(Me)-CO-CH 2 , 


1-548 


3,4-diCl-Ph 


Ac-(CH 2 )2-0-(CH 2 )2-N(Me)-CO-CH2 


1-549 


3,4-diCl-Ph 


HO-(CH 2 )2-0-N(Me)-CO-CH2 


1-550 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -0-N(Me)-CO-CH 2 


1-551 


3,4-diCl-Ph 


HO-(CH 2 )4-0-N(Me)-CO-CH 2 


1-552 


3,4-diCl-Ph 


HO-(CH 2 )5-0-N(Me)-CO-CH 2 


1-553 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -0-N(Me)-CO-CH 2 


1-554 


3,4-diCl-Ph 


HO-(CH 2 )2-0-(CH2)2-0-N(Me)-CO-CH 2 


1-555 


3,4-diCl-Ph 


(Me) 2 N- (CH 2 )2-N(Me) - CO - CH 2 


1-556 


3,4-diCl-Ph 


(Me)2N-(CH 2 ) 3 -N(Me)-CO-CH2 


1-557 


3,4-diCl-Ph 


(Me) 2 N-(CH 2 )4-N(Me)-CO-CH2 


1-558 


3,4-diCl-Ph 


(Me)2N-(CH2) 5 -N(Me)-CO-CH 2 


1-559 


3,4-diCl-Ph 


(Me)2N-(CH 2 )6-N(Me)-CO-CH2 


1-560 


3,4-diCl-Ph 


(Me)2N-(CH2)2-0-(CH 2 )2-N(Me)-CO-CH 2 


1-561 


3,4-diCl-Ph 


AcNH- (CH 2 ) 2 -N(Me) -COCEb 


1-562 


3,4-diCl-Ph 


AcNH-(CH 2 ) 3 -N(Me)-CO-CH 2 


1-563 


3,4-diCl-Ph 


AcNH- (CH 2 )4-N(Me) - CO - CH 2 


1-564 


3,4-diCl-Ph 


AcNH- (CHa) 5"N(Me) - C O - CH2 


1-565 


3,4-diCl-Ph 


AcNH-(CH 2 ) 6 -N(Me)-CO-CH2 


1-566 


3,4-diCl-Ph 


AcNH-(CH 2 )2-0-(CH2)2-N(Me)-CO-CH2 


1-567 


3,4-diCl-Ph 


Me-S02NH-(CH 2 ) 2 -N(Me)-CO-CH2 


1-568 


3,4-diCl-Ph 


Me-S0 2 NH-(CH 2 ) 3 -N(Me)-CO-CH2 


1-569 


3,4-diCl-Ph 


Me-S02NH-(CH 2 )4-N(Me)-CO-CH2 


1-570 


3,4-diCl-Ph 


Me-S02NH-(CH 2 )5-N(Me)-CO-CH2 


1-571 


3,4-diCl-Ph 


Me-S0 2 NH-(CH2) 6 -N(Me)-CO-CH2 


1-572 


3,4-diCl-Ph 


Me-S0 2 NH-(CH2)2-0-(CH2)2-N(Me)-CO-CH2 


1-573 


3,4-diCl-Ph 


2-(HO-(CH 2 )2)-Pyrr-CO-CH2 


1-574 


3,4-diCl-Ph 


2-(HO-(CH 2 ) 3 )-Pyrr-CO-CH 2 
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1-575 


3,4-diCl-Ph 


2-(HO-(CH 2 )4)-Pyrr-CO-CH 2 


1-576 


3,4-diCl-Ph 


2-(HO-CO-CH 2 )-Pyrr-CO-CH 2 


1-577 


3,4-diCl-Ph 


2-(HO-CO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


1-578 


3,4-diCl-Ph 


2-(HO-CO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


1-579 


3,4-diCl-Ph 


4-Oxo-Pip-CO-CH 2 


1-580 


3 3 4-diCl-Ph 


4-HO-Pip-CO-CH 2 


1-581 


3,4-diCl-Ph 


4-(HO-CH 2 )-Pip-CO-CH 2 


1-582 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-583 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-584 


3,4-diCl-Ph 


4-(HO-(CH 2 )4)-Pip-CO-CH 2 


1-585 


3,4-diCl-Ph 


4-(HO-CH 2 -0)-Pip-CO-CH 2 


1-586 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 2 -0)-Pip-CO-CH 2 


1-587 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 3 -0)-Pip-CO-CH 2 


1-588 


3,4-diCl-Ph 


4-H 2 N-Pip-CO-CH 2 


1-589 


3,4-diCl-Ph 


4-(AcNH)-Pip-CO-CH 2 


1-590 


3,4-diCl-Ph 


4-(HO-CH 2 -CONH)-Pip-CO-CH 2 


1-591 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 2 -0-CH 2 )-Pip-CO-CH 2 


1-592 


3,4-diCl-Ph 


4-(HO-CO)-Pip-CO-CH 2 


1-593 


3,4-diCl-Ph 


4-(HO-CO-CH 2 )-Pip-CO-CH 2 


1-594 


3,4-diCl-Ph 


4-(HO-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-595 


3,4-diCl-Ph 


4-(HO-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-596 


3,4-diCl-Ph 


4-(HO-CO-(CH 2 ) 4 )-Pip-CO-CH 2 


1-597 


3,4-diCl-Ph 


4-(H 2 N-CO)-Pip-CO-CH 2 


1-598 


3,4-diCl-Ph 


4-(H 2 N-CO-CH 2 )-Pip-CO-CH 2 


1-599 


3,4-diCl-Ph 


4-(H 2 N-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-600 


3,4-diCl-Ph 


4-(H 2 N-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-601 


3,4-diCl-Ph 


4-(H 2 N-CO-(CH 2 ) 4 )-Pip-CO-CH 2 


1-602 


3,4-diCl-Ph 


4-(HO-N(Me)-CO)-Pip-CO-CH 2 


1-603 


3,4-diCl-Ph 


4-(HO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


1-604 


3,4-diCl-Ph 


4-(HO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-605 


3,4-diCl-Ph 


4-(HO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-606 


3,4-diCl-Ph 


4-(HO-N(Me)-CO-(CH 2 >4)-Pip-CO-CH 2 


1-607 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO)-Pip-CO-CH 2 


1-608 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


1-609 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 
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1-610 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO-(CH 2 )3)-Pip-CO-CH 2 


1-611 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH 2 


1-612 


3,4-diCl-Ph 


3-Oxo-Pipr-CO-CH 2 


1-613 


3,4-diCl-Ph 


4-Ac-Pipr-CO-CH 2 


1-614 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 2 )-Pipr-CO-CH 2 


1-615 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


1-616 


3,4-diF-Ph 


3-(HO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


1-617 


3,4-diF-Ph 


3-(HO-(CH 2 ) 4 )-Pyrr-CO-CH 2 


1-618 


3,4-diF-Ph 


3-(HO-CO-CH 2 )-Pyrr-CO-CH 2 


1-619 


3,4-diF-Ph 


3-(HO-CO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


1-620 


3,4-diF-Ph 


3-(HO-CO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


1-621 


3,4-diF-Ph 


3-(HO-CH 2 )-Pip-CO-CH 2 


1-622 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-623 


3,4-diF-Ph 


3-(HO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-624 


3,4-diF-Ph 


3-(HO-(CH 2 ) 4 )-Pip-CO-CH 2 


1-625 


3,4-diF-Ph 


3-(HO-CH 2 -0)-Pip-CO-CH 2 


1-626 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 -0)-Pip-CO-CH 2 


1-627 


3,4-diF-Ph 


3-(HO-(CH 2 ) 3 -0)-Pip-CO-CH 2 


1-628 


3,4-diF-Ph 


3-(HO-CH 2 -CONH)-Pip-CO-CH 2 


1-629 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 -0-CH 2 )-Pip-CO-CH 2 


1-630 


3,4-diF-Ph 


3-(HO-N(Me)-CO)-Pip-CO-CH 2 


1-631 


3,4-diF-Ph 


3-(HO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


1-632 


3,4-diF-Ph 


3-(HO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-633 


3,4-diF-Ph 


3-(HO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-634 


3,4-diF-Ph 


3-(HO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH 2 


1-635 


3,4-diF-Ph 


3-(MeO-N(Me)-CO)-Pip-CO-CH 2 


1-636 


3,4-diF-Ph 


3-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


1-637 


3,4-diF-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-638 


3,4-diF-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-639 . 


3,4-diF-Ph 


3-(MeO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH 2 


1-640 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 )-Pipr-CO-CH 2 


1-641 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


1-642 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


1-643 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 4 )-Pyrr-CO-CH 2 


1-644 


3,4-diCl-Ph 


3-(HO-CO-CH 2 )-Pyrr-CO-CH 2 
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1-645 


3,4-diCl-Ph 


3-(HO-CO-(CH 2 )2)-Pyrr-CO-CH2 


1-646 


3,4-diCl-Ph 


3-(HO-CO-(CH2) 3 )-Pyrr-CO-CH 2 


1-647 


3,4-diCl-Ph 


3-(HO-CH 2 )-Pip-CO-CH 2 


1-648 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 )-Pip-CO-CH 2 


1-649 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 3 )-Pip-CO-CH 2 


1-650 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 4 )-Pip-CO-CH 2 


1-651 


3,4-diCl-Ph 


3-(HO-CH2-0)-Pip-CO-CH 2 


1-652 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 -0)-Pip-CO-CH2 


1-653 


3,4-diCl-Ph 


3-(HO-(CH 2 )3-0)-Pip-CO-CH2 


1-654 


3 ; 4-diCl-Ph 


3-(HO-CH2-CONH)-Pip-CO-CH 2 


1-655 


3,4-diCl-Ph 


3-(HO-(CH 2 )2-0-CH2)-Pip-CO-CH2 


1-656 


3,4-diCl-Ph 


3-(HO-N(Me)-CO)-Pip-CO-CH 2 


1-657 


3,4-diCl-Ph 


3-(HO-N(Me)-CO-CH 2 )-Pip-CO-CH2 


1-658 


3,4-diCl-Ph 


3-(HO-N(Me)-CO-(CH2)2)-Pip-CO-CH 2 


1-659 


3,4-diCl-Ph 


3-(HO-N(Me)-CO-(CH2) 3 )-Pip-CO-CH2 


1-660 


3,4-diCl-Ph 


3-(HO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH2 


1-661 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO)-Pip-CO-CH 2 


1-662 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH2 


1-663 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-(CH 2 )2)-Pip-CO-CH2 


1-664 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-(CH 2 )3)-Pip-CO-CH 2 


1-665 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 4 )-Pip-CO-CH 2 


1-666 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 )-Pipr-CO-CH2 



R 3 -0 O^J KJ 





R 2 


Pv 3 


2-1 


3,4-diF-Ph 


Me-CO-0-CH 2 -CO 


2-2 


3,4-diF-Ph 


Me-CO 


2-3 


3,4-diF-Ph 


Et-CO 



WO 2005/080385 



PCT/JP2005/003545 



39 



2-4 


3,4-diF-Ph 


Pr-CO 


2-5 


3,4-diF-Ph 


iPr-CO 


2-6 


3,4-diF-Ph 


Bu-CO 


2-7 


3,4-diF-Ph 


iBu-CO 


2-8 


3,4-diF-Ph 


Pn-CO 


2-9 


3,4-diF-Ph 


iPn-CO 


2-10 


3,4-diF-Ph 


tBu-CH 2 -CO 


2-11 


3,4-diF-Ph 


cPr-CO 


2-12 


3,4-diF-Ph 


cBu-CO 


2-13 


3,4-diF-Ph 


cPn-CO 


2-14 


3,4-diF-Ph 


cHx-CO 


2-15 


3,4-diF-Ph 


MeO-CH 2 -CO 


2-16 


3,4-diF-Ph 


Mor-CH 2 -CO 


2-17 


3,4-diF-Ph 


Mor-(CH 2 )2-CO 


2-18 


3,4-diF-Ph 


Mor-(CH 2 ) 3 -CO 


2-19 


3,4-diF-Ph 


Pip-CH 2 -CO 


2-20 


3,4-diF-Ph 


Pip-(CH 2 ) 2 -CO 


2-21 


3,4-diF-Ph 


Pip-(CH 2 ) 3 -CO 


2-22 


3,4-diF-Ph 


Pipr-CH 2 -CO 


2-23 


3,4-diF-Ph 


Pipr-(CH 2 ) 2 -CO 


2-24 


3,4-diF-Ph 


Pipr-(CH 2 ) 3 -CO 


2-25 


3,4-diF-Ph 


EtO-CO 


2-26 


3,4-diF-Ph 


MeO-(CH 2 ) 2 -0-CO 


2-27 


3,4-diF-Ph 


F-(CH 2 ) 2 -0-CO 


2-28 


3,4-diF-Ph 


Propargyl-O-CO 


2-29 


3,4-diF-Ph 


EtO-CO-CH 2 -NH-CO 


2-30 


3,4-diF-Ph 


EtO-CO-(CH 2 ) 2 -NH-CO 


2-31 


3,4-diF-Ph 


EtO-CO-(CH 2 )s-NH-CO 


2-32 


3,4-diF-Ph 


Et-NH-CO 


2-33 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(Me)-CH 2 -CO 


2-34 


3,4-diF-Ph 


EtO-(CH 2 ) 2 -NH-CH 2 -CO 


2-35 


3,4-diF-Ph 


Me-NH-CH 2 -CO 


2-36 


3,4-diF-Ph 


Et-NH-CH 2 -CO 


2-37 


3,4-diF-Ph 


Pr-NH-CH 2 -CO 


2-38 


3,4-diF-Ph 


iPr-NH-CH 2 -CO 



WO 2005/080385 



PCT/JP2005/003545 



40 



2-39 


3,4-diF-Ph 


(Me) 2 N-CH 2 -CO 


2-40 


3,4-diF-Ph 


(Et) 2 N-CH 2 -CO 


2-41 


3,4-diF-Ph 


(Pr) 2 N-CH 2 -CO 


2-42 


3,4-diF-Ph 


(iPr) 2 N-CH 2 -CO 


2-43 


3,4-diF-Ph 


(MeO-CH 2 ) 2 N-CH 2 -CO 


2-44 


3,4-diF-Ph 


(MeO-CH 2 -CH 2 ) 2 N-CH 2 -CO 


2-45 


3,4-diF-Ph 


Aze-CH 2 -CO 


2-46 


3,4-diF-Ph 


Pyrr-CH 2 -CO 


2-47 


3,4-diF-Ph 


Pip-CH 2 -CO 


2-48 


3,4-diF-Ph 


4-(H 2 NCO)-Pip-CH 2 -CO 


2-49 


3,4-diF-Ph 


4-(HO-CH 2 )-Pip-CH 2 -CO 


2-50 


3,4-diF-Ph 


4-(HO-CH 2 -CH 2 )-Pip-CH 2 -CO 


2-51 


3,4-diF-Ph 


HO-CO-CH 2 


2-52 


3,4-diF-Ph 


MeO-CO-CH 2 


2-53 


3,4-diF-Ph 


EtO-CO-CH 2 


2-54 


3,4-diF-Ph 


H 2 N-CO-CH 2 


2-55 


3,4-diF-Ph 


(Me) 2 N-CO-CH 2 


2-56 


3,4-diF-Ph 


(Et) 2 N-CO-CH 2 


2-57 


3,4-diF-Ph 


(HO-CH 2 -CH 2 ) 2 N-CO-CH 2 


2-58 


3,4-diF-Ph 


HO-CH 2 -CH 2 -NH-CO-CH 2 


2-59 


3,4-diF-Ph 


HO-CH 2 -CH 2 -N(Me)-CO-CH 2 


2-60 


3,4-diF-Ph 


Mor-CO-CH 2 


2-61 


3,4-diF-Ph 


Pip-CO-CH 2 


2-62 


3,4-diF-Ph 


Pipr-CO-CH 2 


2-63 


3,4-diF-Ph 


HO-(CH 2 ) 2 


2-64 


3,4-diF-Ph 


H 2 N-(CH 2 ) 2 


2-65 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 2 


2-66 


3,4-diF-Ph 


(Et) 2 N-(CH 2 ) 2 


2-67 


3,4-diF-Ph 


(HO-CH 2 -CH 2 ) 2 N-(CH 2 ) 2 


2-68 


3,4-diF-Ph 


HO-CH 2 -CH 2 -NH-(CH 2 ) 2 


2-69 


3,4-diF-Ph 


HO-CH 2 -CH 2 -N(Me)-(CH 2 ) 2 


2-70 


3,4-diF-Ph 


Mor-(CH 2 ) 2 


2-71 


3,4-diF-Ph 


Pip-(CH 2 ) 2 


2-72 


3,4-diF-Ph 


Pipr-(CH 2 ) 2 


2-73 


3,4-diF-Ph 


H 2 N-CO-NH-CO 
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2-74 


3,4-diF-Ph 


(Me) 2 N-CO-NH-CO 


2-75 


3,4-diF-Ph 


(Et) 2 N-CO-NH-CO 


2-76 


3,4-diF-Ph 


(HO-CH2-CH 2 ) 2 N-CO-NH-CO 


2-77 


3,4-diF-Ph 


HO-CH 2 -CH 2 -NH-CO-NH-CO 


2-78 


3,4-diF-Ph 


HO-CH 2 -CH 2 -N(Me)-CO-NH-CO 


2-79 


3,4-diF-Ph 


Mor-CO-NH-CO 


2-80 


3,4-diF-Ph 


Pip-CO-NH-CO 


2-81 


3,4-diF-Ph 


Pipr-CO-NH-CO 


2-82 


3,4-diF-Ph 


H 2 N-S0 2 -NH-CO 


2-83 


3,4-diF-Ph 


(Me) 2 N-S0 2 -NH-CO 


2-84 


3,4-diF-Ph 


(Et) 2 N-S0 2 -NH-CO 


2-85 


3,4-diF-Ph 


(HO-CH 2 -CH 2 ) 2 N-S0 2 -NH-CO 


2-86 


3,4-diF-Ph 


HO-CH 2 -CH 2 -NH-S0 2 -NH-CO 


2-87 


3,4-diF-Ph 


HO-CH 2 -CH 2 -N(Me)-S0 2 -NH-CO 


2-88 


3,4-diF-Ph 


Mor-SO 2 -NH-0O 


2-89 


3,4-diF-Ph 


Pip-S0 2 -NH-CO 


2-90 


3,4-diF-Ph 


Pipr-SO 2 -NH-0O 


2-91 


3,4-diF-Ph 


Mor-CH 2 -CO-NH-CO 


2-92 


3,4-diF-Ph 


Pip-CH 2 -CO-NH-CO 


2-93 


3,4-diF-Ph 


Pipr-CH 2 -CO-NH-CO 


2-94 


3,4-diF-Ph 


H 2 N-CO 


2-95 


3,4-diF-Ph 


MeO-(CH 2 ) 2 -0-CH 2 


2-96 


3,4-diF-Ph 


MeO-CH 2 


2-97 


3,4-diCl-Ph 


Me-CO-0-CH 2 -CO 


2-98 


3,4-diCl-Ph 


Me-CO 


2-99 


3,4-diCl-Ph 


Et-CO 


2-100 


3,4-diCl-Ph 


PrCO 


2-101 


3,4-diCl-Ph 


iPr-CO 


2-102 


3,4-diCl-Ph 


Bu-CO 


2-103 


3,4-diCl-Ph 


iBu-CO 


2-104 


3,4-diCl-Ph 


Pn-CO 


2-105 


3,4-diCl-Ph 


iPn-CO 


2-106 


3,4-diCl-Ph 


tBuCH 2 -CO 


2-107 


3,4-diCl-Ph 


cPr-CO 


2-108 


3,4-diCl-Ph 


cBu-CO 
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2-109 


3,4-diCl-Ph 


cPn-CO 


2-110 


3,4-diCl-Ph 


cHx-CO 


2-111 


3,4-diCl-Ph 


MeO-CUVCO 


2-112 


3,4-diCl-Ph 


Mor-CH 2 -CO 


2-113 


3,4-diCl-Ph 


Mor-(CH 2 ) 2 -CO 


2-114 


3,4-diCl-Ph 


Mor-(CH 2 ) 3 -CO 


2-115 


3,4-diCl-Ph 


Pip-CH 2 -CO 


2-116 


3,4-diCl-Ph 


Pip-(CH 2 ) 2 -CO 


2-117 


3,4-diCl-Ph 


Pip-(CH 2 ) 3 -CO 


2-118 


3,4-diCl-Ph 


Pipr-CH 2 -CO 


2-119 


3,4-diCl-Ph 


Pipr-(CH 2 ) 2 -CO 


2-120 


3,4-diCl-Ph 


Pipr-(CH 2 ) 3 -CO 


2-121 


3,4-diCl-Ph 


EtO-CO 


2-122 


3,4-diCl-Ph 


MeO-(CH 2 ) 2 -0-CO 


2-123 


3,4-diCl-Ph 


F-(CH 2 ) 2 -0-CO 


2-124 


3,4-diCl-Ph 


Propargyl-O-CO 


2-125 


3,4-diCl-Ph 


EtO-CO-CH 2 -NH-CO 


2-126 


3,4-diCl-Ph 


EtO-CO-(CH 2 ) 2 -NH-CO 


2-127 


3,4-diCl-Ph 


EtO-CO-(CH 2 ) 3 -NH-CO 


2-128 


3,4-diCl-Ph 


Et-NH-CO 


2-129 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(Me)-CH 2 -CO 


2-130 


3,4-diCl-Ph 


EtO-(CH 2 ) 2 -NH-CH 2 -CO 


2-131 


3,4-diCl-Ph 


Me-NH-CH 2 -CO 


2-132 


3,4-diCl-Ph 


Et-NH-CH 2 -CO 


2-133 


3,4-diCl-Ph 


Pr-NH-CH 2 -CO 


2-134 


3,4-diCl-Ph 


iPr-NH-CH 2 -CO 


2-135 


3,4-diCl-Ph 


(Me) 2 N-CH 2 -CO 


2-136 


3,4-diCl-Ph 


(Et) 2 N-CH 2 -CO 


2-137 


3,4-diCl-Ph 


(Pr) 2 N-CH 2 -CO 


2-138. 


3,4-diCl-Ph 


(iPr) 2 N-CH 2 -CO 


2-139 


3,4-diCl-Ph 


(MeO-CH 2 ) 2 N-CH 2 -CO 


2-140 


3,4-diCl-Ph 


(MeO-CH 2 -CH 2 ) 2 N-CH 2 -CO 


2-141 


3,4-diCl-Ph 


Aze-CH 2 -CO 


2-142 


3,4-diCl-Ph 


Pyrr-CH 2 -CO 


2-143 


3,4-diCl-Ph 


Pip-CH 2 -CO 
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2-144 


3,4-diCl-Ph 


4-(H 2 NCO)-Pip-CH 2 -CO 


2-145 


3,4-diCl-Ph 


4-(HO-CH 2 )-Pip-CH 2 -CO 


2-146 


3,4-diCl-Ph 


4-(HO-CH 2 -CH 2 )-Pip-CH 2 -CO 


2-147 


3,4-diCl-Ph 


HO-CO-CH 2 


2-148 


3,4-diCl-Ph 


MeO-CO-CH 2 


2-149 


3,4-diCl-Ph 


EtO-CO-CH 2 


2-150 


3,4-diCl-Ph 


H 2 N-CO-CH 2 


2-151 


3,4-diCl-Ph 


(Me) 2 N-CO-CH 2 


2-152 


3,4-diCl-Ph 


(Et) 2 N-CO-CH 2 


2-153 


3,4-diCl-Ph 


(HO-CH 2 -CH 2 ) 2 N-CO-CH 2 


2-154 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -NH-CO-CH 2 


2-155 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -N(Me)-CO-CH 2 


2-156 


3,4-diCl-Ph 


Mor-CO-CH 2 


2-157 


3,4-diCl-Ph 


Pip-CO-CH 2 


2-158 


3,4-diCl-Ph 


Pipr-CO-CH 2 


2-159 


3,4-diCl-Ph 


HO-(CH 2 ) 2 


2-160 


3,4-diCl-Ph 


H 2 N-(CH 2 ) 2 


2-161 


3,4-diCl-Ph 


(Me) 2 N-(CH 2 ) 2 


2-162 


3,4-diCl-Ph 


(Et) 2 N-(CH 2 ) 2 


2-163 


3,4-diCl-Ph 


(HO-CH 2 -CH 2 ) 2 N-(CH 2 ) 2 


2-164 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -NH-(CH 2 ) 2 


2-165 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -N(Me)-(CH 2 ) 2 


2-166 


3,4-diCl-Ph 


Mor-(CH 2 ) 2 


2-167 


3,4-diCl-Ph 


Pip-(CH 2 ) 2 


2-168 


3,4-diCl-Ph 


Pipr-(CH 2 ) 2 


2-169 


3,4-diCl-Ph 


H 2 N-CO-NH-CO 


2-170 


3,4-diCl-Ph 


(Me) 2 N-CO-NH-CO 


2-171 


3,4-diCl-Ph 


(Et) 2 N-CO-NH-CO 


2-172 


3,4-diCl-Ph 


(HO-CH 2 -CH 2 ) 2 N-CO-NH-CO 


2-173 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -NH-CO-NH-CO 


2-174 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -N(Me)-CO-NH-CO 


2-175 


3,4-diCl-Ph 


Mor-CO-NH-CO 


2-176 


3,4-diCl-Ph 


Pip-CO-NH-CO 


2-177 


3,4-diCl-Ph 


Pipr-CO-NH-CO 


2-178 


3,4-diCl-Ph 


H 2 N-SQ 2 -NH-CO 
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2-179 


3,4-diCl-Ph 


(Me) 2 N-S0 2 -NH-CO 


2-180 


3,4-diCl-Ph 


(Et) 2 N-S0 2 -NH-CO 


2-181 


3,4-diCl-Ph 


(HO-CH 2 -CH 2 ) 2 N-S0 2 -NH-CO 


2-182 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -NH-S0 2 -NH-CO 


2-183 


3,4-diCl-Ph 


HO-CH 2 -CH 2 -N(Me)-S0 2 -NH-CO 


2-184 


3,4-diCl-Ph 


Mor-SO 2 -NH-0O 


2-185 


3,4-diCl-Ph 


Pip-SO 2 -NH-0O 


2-186 


3,4-diCl-Ph 


Pipr-S0 2 -NH-CO 


2-187 


3,4-diCl-Ph 


Mor-CH 2 -CO-NH-CO 


2-188 


3,4-diCl-Ph 


Pip-CH 2 -CO-NH-CO 


2-189 


3,4-diCl-Ph 


Pipr-CH 2 -CO-NH-CO 


2-190 


3,4-diCl-Ph 


H 2 N-CO 


2-191 


3,4-diCl-Ph 


MeO-(CH 2 ) 2 -0-CH 2 


2-192 


3,4-diCl-Ph 


MeO-CH 2 


2-193 


3,4-diF-Ph 


MeO-NH-CO-CH 2 


2-194 


3,4-diF-Ph 


EtO-NH-CO-CH 2 


2-195 


3,4-diF-Ph 


PrO-NH-CO-CH 2 


2-196 


3,4-diF-Ph 


BuO-NH-CO-CH 2 


2-197 


3,4-diF-Ph 


PnO-NH-CO-CH 2 


2-198 


3,4-diF-Ph 


HxO-NH-CO-CH 2 


2-199 


3,4-diF-Ph 


HO-(CH 2 ) 3 -NH-CO-CH 2 


2-200 


3,4-diF-Ph 


HO-(CH 2 ) 4 -NH-CO-CH 2 


2-201 


3,4-diF-Ph 


HO-(CH 2 ) 5 -NH-CO-CH 2 


2-202 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-203 


3,4-diF-Ph 


Me-CH(OH)-(CH 2 )3-NH-CO-CH 2 


2-204 


3,4-diF-Ph 


HO-(CH 2 ) 6 -NH-CO-CH 2 


2-205 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -NH-CO-CH 2 


2-206 


3,4-diF-Ph 


HO-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-207 


3,4-diF-Ph 


HO-(CH 2 )4-N(Me)-CO-CH 2 


2-208 


3,4-diF-Ph 


HO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-209 


3,4-diF-Ph 


Me-CH(OH)-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-210 


3,4-diF-Ph 


HO-(CH 2 ) 6 -N(Me)-CO-GH 2 


2-211 


3,4-diF-Ph 


HO-(CH 2 ) 2 -O-(CH 2 ) 2 -N(Me)-CO-0H 2 


2-212 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-213 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(Et)-CO-CH 2 
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2-214 


3,4-diF-Ph 


HO-(CH 2 ) 3 -N(Et)-CO-CH 2 


2-215 


3,4-diF-Ph 


HO-(CH 2 )4-N(Et)-CO-CH 2 


2-216 


3,4-diF-Ph 


HO-(CH 2 ) 5 -N(Et)-CO-CH 2 


2-217 


3,4-diF-Ph 


HO-(CH 2 ) 6 -N(Et)-CO-CH 2 


2-218 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Et)-CO-CH 2 


2-219 


3,4-diF-Ph 


HO-C(Me) (Me) -(CH 2 ) s -N(Et) - CO- CH 2 


2-220 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(Pr)-CO-CH 2 


2-221 


3,4-diF-Ph 


HO-(CH 2 ) 3 -N(Pr)-CO-CH 2 


2-222 


3,4-diF-Ph 


HO-(CH 2 ) 4 -N(Pr)-CO-CH 2 


2-223 


3,4-diF-Ph 


HO-(CH 2 ) 5 -N(Pr)-CO-CH 2 


2-224 


3,4-diF-Ph 


HO-(CH 2 ) 6 -N(Pr)-CO-CH 2 


2-225 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Pr)-CO-CH 2 


2-226 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(Pr)-CO-CH 2 


2-227 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(Bu)-CO-CH 2 


2-228 


3,4-diF-Ph 


HO-(CH 2 ) 3 -N(Bu)-CO-CH 2 


2-229 


3,4-diF-Ph 


HO-(CH 2 )4-N(Bu)-CO-CH 2 


2-230 


3,4-diF-Ph 


HO-(CH 2 ) 5 -N(Bu)-CO'CH 2 


2-231 


3,4-diF-Ph 


HO-(CH 2 ) 6 -N(Bu)-CO-CH 2 


2-232 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Bu)-CO-CH 2 


2-233 


3,4-diF-Ph 


H O - C(Me) (Me) - (CH 2 ) 3 -N(Bu) - CO - CH 2 


2-234 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(cPr)-CO-CH 2 


2-235 


3,4-diF-Ph 


HO-(CH 2 ) 3 -N(cPr)-CO-CH 2 


2-236 


3,4-diF-Ph 


H O - (CH 2 ) 4-N(cPr) - C O - CH 2 


2-237 


3,4-diF-Ph 


HO-(CH 2 ) 5 -N(cPr)-CO-CH 2 


2-238 


3,4-diF-Ph 


H O - (CH 2 ) 6 -N(cPr) - CO - CH 2 


2-239 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(cPr)-CO-CH 2 


2-240 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(HO)-CO-CH 2 


2-241 


3,4-diF-Ph • 


HO-(CH 2 ) 3 -N(HO)-CO-CH 2 


2-242 


3,4-diF-Ph 


HO-(CH 2 ) 4 -N(HO)-CO-CH 2 


2-243. 


3,4-diF-Ph 


HO-(CH 2 ) 5 -N(HO)-CO-CH 2 


2-244 


3,4-diF-Ph 


HO-(CH 2 ) 6 -N(HO)-CO-CH 2 


2-245 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 ) 2 -N(HO)-CO-CH 2 


2-246 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(HO)-CO-CH 2 


2-247 


3,4-diF-Ph 


HO-(CH 2 ) 2 -N(MeO)-CO-CH 2 


2-248 


3,4-diF-Ph 


HO-(CH 2 ) 3 -N(MeO)-CO-CH 2 
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2-249 


3,4-diF-Ph 


HO-(CH 2 )4-N(MeO)-CO-CH 2 


2-250 


3,4-diF-Ph 


HO-(CH 2 )5-N(MeO)-CO-CH 2 


2-251 


3,4-diF-Ph 


HO-(CH 2 ) e -N(MeO)-CO-CH 2 


2-252 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 ) 2 -N(MeO)-CO-CH 2 


2-253 


3,4-diF-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(MeO)-CO-CH 2 


2-254 


3,4-diF-Ph 


MeO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-255 


3,4-diF-Ph 


MeO-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-256 


3,4-diF-Ph 


MeO-(CH 2 ) 4 -N(Me)-CO-CH 2 


2-257 


3,4-diF-Ph 


MeO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-258 


3,4-diF-Ph 


MeO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-259 


3,4-diF-Ph 


MeO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-260 


3,4-diF-Ph 


Me O - C (Me) (Me) - (CH 2 ) 3 -N(Me) - CO - CH 2 


2-261 


3,4-diF-Ph 


NC-CH 2 -NH-CO-CH 2 


2-262 


3,4-diF-Ph 


NC-(CH 2 ) 2 -NH-CO-CH 2 


2-263 


3,4-diF-Ph 


NC-(CH 2 ) 3 -NH-CO-CH 2 


2-264 


3,4-diF-Ph 


NC-(CH 2 )4-NH-CO-CH 2 


2-265 


3,4-diF-Ph 


NC-(CH 2 ) 5 -NH-CO-CH 2 


2-266 


3,4-diF-Ph 


NC-(CH 2 ) 6 -NH-CO-CH 2 


2-267 


3,4-diF-Ph 


NC-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-268 


3,4-diF-Ph 


NC-CH 2 -N(Me)-CO-CH 2 


2-269 


3,4-diF-Ph 


NC-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-270 


3,4-diF-Ph 


NC-(CH 2 ) 3 : N(Me)-CO-CH 2 


2-271 


3,4-diF-Ph 


NC-(CH 2 )4-N(Me)-CO-CH 2 


2-272 


3,4-diF-Ph 


NC-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-273 


3,4-diF-Ph 


NC-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-274 


3,4-diF-Ph 


NC-(0H 2 ) 2 -O-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-275 


3,4-diF-Ph 


HO-CO-CH 2 -NH-CO-CH 2 


2-276 


3,4-diF-Ph 


HO-CO-(CH 2 ) 2 -NH-CO-CH 2 


2-277 


3,4-diF-Ph 


HO-CO-(CH 2 ) 3 -NH-CO-CH 2 


2-278. 


3,4-diF-Ph 


HO-CO-(CH 2 )4-NH-CO-CH 2 


2-279 


3,4-diF-Ph 


HO-CO-(CH 2 ) 5 -NH-CO-CH 2 


2-280 


3,4-diF-Ph 


HO-CO-(CH 2 ) 6 -NH-CO-CH 2 


2-281 


3,4-diF-Ph 


HO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-282 


3,4-diF-Ph 


HO-CO-CH 2 -N(Me)-CO-CH 2 


2-283 


3,4-diF-Ph 


HO-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 
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2-284 


3,4-diF-Ph 


HO-CO-(CH 2 )3-N(Me)-CO-CH2 


2-285 


3,4-diF-Ph 


HO-CO-(CH 2 )4-N(Me)-CO-CH 2 ' 


2-286 


3,4-diF-Ph 


HO-CO-(CH 2 )5-N(Me)-CO-CH 2 


2-287 


3,4-diF-Ph 


HO-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-288 


3,4-diF-Ph 


HO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-289 


3,4-diF-Ph 


MeO-CO- CH 2 -NH-CO-CH 2 


2-290 


3,4-diF-Ph 


MeO-CO- (CH 2 ) 2 -NH-CO-CH 2 


2-291 


3,4-diF-Ph 


MeO-CO- (CH 2 ) 3 -NH-CO-CH 2 


2-292 


3,4-diF-Ph 


MeO-CO- (CH 2 ) 4 -NH-CO-CH 2 


2-293 


3,4-diF-Ph 


MeO-CO- (CH 2 ) 5 -NH-CO-CH 2 


2-294 


3,4-diF-Ph 


MeO-CO- (CH 2 ) 6 -NH-CO-CH 2 


2-295 


3,4-diF-Ph 


MeO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-296 


3,4-diF-Ph 


MeO-CO-CH 2 -N(Me)-CO-CH 2 


2-297 


3,4-diF-Ph 


MeO-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-298 


3,4-diF-Ph 


MeO-CO- (CH 2 ) 3 -N(Me)-CO-CH 2 


2-299 


3,4-diF-Ph 


MeO-CO- (CH 2 ) 4 -N(Me)-CO-CH 2 


2-300 


3,4-diF-Ph 


MeO-CO- (CH 2 ) 5 -N(Me)-CO-CH 2 


2-301 


3,4-diF-Ph 


MeO-CO- (CH 2 ) 6 -N(Me)-CO-CH 2 


2-302 


3,4-diF-Ph 


MeO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-303 


3,4-diF-Ph 


H 2 N-CO- CH 2 -NH-CO-CH 2 


2-304 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 2 -NH-CO-CH 2 


2-305 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 3 -NH-CO-CH 2 


2-306 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 4 -NH-CO-CH 2 


2-307 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 5 -NH-CO-CH 2 


2-308 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 6 -NH-CO-CH 2 


2-309 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-310 


3,4-diF-Ph 


H 2 N-CO- CH 2 -N(Me)-CO-CH 2 


2-311 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 2 -N(Me)-CO-CH 2 


2-312 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 3 -N(Me)-CO-CH 2 


2-313 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 4 -N(Me)-CO-CH 2 


2-314 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 5 -N(Me)-CO-CH 2 


2-315 


3,4-diF-Ph 


H 2 N-CO- (CH 2 ) 6 -N(Me)-CO-CH 2 


2-316 


3,4-diF-Ph 


H 2 N-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-317 


3,4-diF-Ph 


HO-N(Me)-CO-CH 2 -N(Me)-CO-CH 2 


2-318 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 
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2-319 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 )3-N(Me)-CO-CH 2 


2-320 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 )4-N(Me)-CO-CH2 


2-321 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 )5-N(Me)-CO-CH 2 


2-322 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-323 


3,4-diF-Ph 


HO-N(Me)-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-324 


3,4-diF-Ph 


MeO-N(Me)-CO-CH 2 -N(Me)-CO-CH 2 


2-325 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-326 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-327 


3,4-diF-Ph 


Me O -N(Me) - CO - (CH 2 ) rN(Me) - CO - CH 2 


2-328 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-329 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-330 


3,4-diF-Ph 


MeO-N(Me)-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-331 


3,4-diF-Ph 


Ac-CH 2 -N(Me)-CO-CH 2 


2-332 


3,4-diF-Ph 


Ac-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-333 


3,4-diF-Ph 


Ac-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-334 


3,4-diF-Ph 


Ac-(CH 2 ) 4 -N(Me)-CO-CH 2 


2-335 


3,4-diF-Ph 


Ac-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-336 


3,4-diF-Ph 


Ac-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-337 


3,4-diF-Ph 


Ac-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-338 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-N(Me)-CO-CH 2 


2-339 


3,4-diF-Ph 


HO-(CH 2 ) 3 -0-N(Me)-CO-CH 2 


2-340 


3,4-diF-Ph 


HO-(CH 2 )4-0-N(Me)-CO-CH 2 


2-341 


3,4-diF-Ph 


HO-(CH 2 ) 5 -0-N(Me)-CO-CH 2 


2-342 


3,4-diF-Ph 


HO-(CH 2 ) 6 -0-N(Me)-CO-CH 2 


2-343 


3,4-diF-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -0-N(Me)-CO-CH 2 


2-344 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-345 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-346 


3,4-diF-Ph 


(Me) 2 N-(CH 2 )4-N(Me)-CO-CH 2 


2-347 


3,4-diF-Ph 


(Me) 2 N- (CH 2 ) 5 -N(Me) - CO- CH 2 


2-348. 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-349 


3,4-diF-Ph 


(Me) 2 N-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-350 


3,4-diF-Ph 


AcNH-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-351 


3,4-diF-Ph 


AcNH-(CH 2 )s-N(Me)-CO-CH 2 


2-352 


3,4-diF-Ph 


AcNH-(CH 2 ) 4 -N(Me) - CO - CH 2 


2-353 


3,4-diF : Ph 


AcNH-(CH 2 ) 5 -N(Me)-CO-CH 2 
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2-354 


3,4-diF-Ph 


AcNH-(CH 2 )6-N(Me)-CO-CH 2 


2-355 


3,4-diF-Ph 


AcNH-(CH 2 )2-0-(CH 2 )2-N(Me)-CO-CH 2 


2-356 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-357 


3,4-diF-Ph 


Me-S0 2 NH-(CH2) 3 -N(Me)-CO-CH2 


2-358 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 )4-N(Me)-CO-CH 2 


2-359 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-360 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-361 


3,4-diF-Ph 


Me-S0 2 NH-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-362 


3,4-diF-Ph 


2-(HO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


2-363 


3,4-diF-Ph 


2-(HO-(CH 2 ) 8 )-Pyrr-CO-CH 2 


2-364 


3,4-diF-Ph 


2-(HO-(CH 2 ) 4 ) -Pyrr-CO-CH 2 


2-365 


3,4-diF-Ph 


2-(HO-CO-CH 2 )-Pyrr-CO-CH 2 


2-366 


3,4-diF-Ph 


2-(HO-CO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


2-367 


3,4-diF-Ph 


2-(HO-CO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


2-368 


3,4-diF-Ph 


4-Oxo-Pip-CO-CH 2 


2-369 


3,4-diF-Ph 


4-HO-Pip-CO-CH 2 


2-370 


3,4-diF-Ph 


4-(HO-CH 2 )-Pip-CO-CH 2 


2-371 


3,4-diF-Ph 


4-(HO-(CH 2 ) 2 ) -Pip-CO-CH 2 


2-372 


3,4-diF-Ph 


4-(HO-(CH 2 ) 3 ) -Pip-CO-CH 2 


2-373 


3,4-diF-Ph 


4-(HO-(CH 2 ) 4 ) -Pip-CO-CH 2 


2-374 


3,4-diF-Ph 


4-(HO-CH 2 -0) -Pip-CO-CH 2 


2-375 


3,4-diF-Ph 


4-(HO-(CH 2 ) 2 -0)-Pip-CO-CH 2 


2-376 


3,4-diF-Ph 


4-(H0-(CH 2 )3-O)-Pip-CO-CH 2 


2-377 


3,4-diF-Ph 


4-H 2 N-Pip-CO-CH 2 


2-378 


3,4-diF-Ph 


4-(AcNH)-Pip-CO-CH 2 


2-379 


3,4-diF-Ph 


4-(HO-CH 2 -CONH)-Pip-CO-CH 2 


2-380 


3,4-diF-Ph 


4-(H0-(CH 2 ) 2 -O-CH 2 )-Pip-CO-CH 2 


2-381 


3,4-diF-Ph 


4-(HO-CO)-Pip-CO-CH 2 


2-382 


3,4-diF-Ph 


4-(HO-CO-CH 2 )-Pip-CO-CH 2 


2-383 . 


3,4-diF-Ph 


4-(HO-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


2-384 


3,4-diF-Ph 


4-(HO-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


2-385 


3,4-diF-Ph 


4-(HO-CO-(CH 2 ) 4 )-Pip-CO-CH 2 


2-386 


3,4-diF-Ph 


4-(H 2 N-CO)-Pip-CO-CH 2 


2-387 


3,4-diF-Ph 


4-(H 2 N-CO-CH 2 )-Pip-CO-CH 2 


2-388 


3,4-diF-Ph 


4-(H 2 N-CO-(CH 2 ) 2 )-Pip-CO-CH 2 



WO 2005/080385 



PCT/JP2005/003545 



50 



2-389 


3,4-diF-Ph 


4-(H 2 N-CO-(CH 2 ) 3 )-Pip-CO-CH2 


2-390 


3,4-diF-Ph 


4-(H2N-CO-(CH 2 )4)-Pip-CO-CH2 


2-391 


3,4-diF-Ph 


4-(HO-N(Me)-CO)-Pip-CO-CH 2 


2-392 


3,4-diF-Ph 


4-(HO-N(Me)-CO-CH 2 )-Pip-CO-GH2 


2-393 


3,4-diF-Ph 


4-(HO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH2 


2-394 


3,4-diF-Ph 


4-(HO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH2 


2-395 


3,4-diF-Ph 


4-(HO-N(Me)-CO-(CH2) 4 )-Pip-CO-CH 2 


2-396 


3,4-diF-Ph 


4-(MeO-N(Me)-CO)-Pip-CO-CH 2 


2-397 


3,4-diF-Ph 


4-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


2-398 


3,4-diF-Ph 


4-(MeO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


2-399 


3,4-diF-Ph 


4-(MeO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH2 


2-400 


3,4-diF-Ph 


4-(MeO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH2 


2-401 


3,4-diF-Ph 


3-Oxo-Pipr-CO-CH 2 


2-402 


3,4-diF-Ph 


4-Ac-Pipr-CO-CH 2 


2-403 


3,4-diF-Ph 


4-(HO-(CH 2 ) 2 )-Pipr-CO-CH 2 


2-404 


3,4-diCl-Ph 


MeO-NH-CO-CH 2 


2-405 


3,4-diCl-Ph 


EtO-NH-CO-CH 2 


2-406 


3,4-diCl-Ph 


PrO-NH-CO-CH 2 


2-407 


3,4-diCl-Ph 


BuO-NH-CO-CH 2 


2-408 


3,4-diCl-Ph 


PnO-NH-CO-CH 2 


2-409 


3,4-diCl-Ph 


HxO-NH-CO-CH 2 


2-410 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -NH- CO-CH2 


2-411 


3,4-diCl-Ph 


HO-(CH 2 )4-NH- CO-CH2 


2-412 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -NH- CO-CH2 


2-413 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH2)2-NH-CO-CH2 


2-414 


3,4-diCl-Ph 


Me-CH(OH)-(CH2) 3 -NH-CO-CH 2 


2-415 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -NH- CO-CH2 


2-416 


3,4-diCl-Ph 


HO-C(Me)(Me)- (CH 2 ) 3 -NH-CO-CH 2 


2-417 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-418 


3,4-diCl-Ph 


HO-(CH2)4-N(Me)-CO-CH 2 


2-419 


3,4-diCl-Ph 


HO-(CH 2 )5-N(Me)-CO-CH 2 


2-420 


3,4-diCl-Ph 


Me-CH(OH)-(CH 2 ) 3 -N(Me)-CO-CH2 


2-421 


3,4-diCl-Ph 


HO-(CH 2 )6-N(Me)-CO-CH 2 


2-422 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-423 


3,4-diCl-Ph 


HO - C(Me) (Me) - (CH2) 3 - N(Me) - CO - CH2 
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2-424 


3,4-diCl-Ph 


HO-(CH 2 )2-N(Et)-CO-CH 2 


2-425 


3,4-diCl-Ph 


HO-(CH 2 )3-N(Et)-CO-CH 2 


2-426 


3,4-diCl-Ph 


HO-(CH 2 )4-N(Et)-CO-CH 2 


2-427 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(Et)-CO-CH 2 


2-428 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(Et)-CO-CH 2 


2-429 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Et)-CO-CH 2 


2-430 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(Et)-CO-CH 2 


2-431 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(Pr)-CO-CH 2 


2-432 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -N(Pr)-CO-CH 2 


2-433 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -N(Pr)-CO-CH 2 


2-434 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(Pr)-CO-CH 2 


2-435 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(Pr)-CO-CH 2 


2-436 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Pr)-CO-CH 2 


2-437 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(Pr)-CO-CH 2 


2-438 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(Bu)-CO-CH 2 


2-439 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -N(Bu)-CO-CH 2 


2-440 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -N(Bu)-C(>CH 2 


2-441 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(Bu)-CO-CH 2 


2-442 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(Bu)-CO-CH 2 


2-443 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Bu)-CO-CH 2 


2-444 


3,4-diCl-Ph 


HO-C(Me) (Me) - (CH 2 ) 3 -N(Bu) - CO- CH 2 


2-445 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(cPr)-CO-CH 2 


2-446 


3,4-diCl-Ph 


HO-(CH 2 )s-N(cPr)-CO-CH 2 


2-447 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -N(cPr)-CO-CH2 


2-448 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(cPr)-CO-CH 2 


2-449 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(cPr)-CO-CH 2 


2-450 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(cPr)-CO-CH 2 


2-451 


3,4-diCl-Ph 


HO-(CH 2 )2-N(HO)-CO-CH 2 


2-452 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -N(HO)-CO-CH 2 


2-453. 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -N(HO)-CO-CH 2 


2-454 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(HO)-CO-CH 2 


2-455 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(HO)-CO-CH 2 


2-456 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 2 -N(HO)-CO-CH 2 


2-457 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(HO)-CO-CH 2 


2-458 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -N(MeO)-CO-CH 2 
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2-459 


3,4-diCl-Ph 


HO-(CH 2 )3-N(MeO)-CO-CH 2 


2-460 


3,4-diCl-Ph 


HO-(CH 2 )4-N(MeO)-CO-CH2 


2-461 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -N(MeO)-CO-CH2 


2-462 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -N(MeO)-CO-CH 2 


2-463 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 2 -N(MeO)-CO-CH 2 


2-464 


3,4-diCl-Ph 


HO-C(Me)(Me)-(CH 2 ) 3 -N(MeO)-CO-CH 2 


2-465 


3,4-diCl-Ph 


MeO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-466 


3,4-diCl-Ph 


MeO-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-467 


3,4-diCl-Ph 


MeO-(CH 2 ) 4 -N(Me)-CO-CH 2 


2-468 


3,4-diCl-Ph 


MeO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-469 


3,4-diCl-Ph 


MeO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-470 


3,4-diCl-Ph 


MeO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-471 


3,4-diCl-Ph 


MeO-C(Me)(Me)-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-472 


3,4-diCl-Ph 


NC-CH 2 -NH-CO-CH 2 


2-473 


3,4-diCl-Ph 


NC-(CH 2 ) 2 -NH-CO-CH 2 


2-474 


3,4-diCl-Ph 


NC-(CH 2 ) 3 -NH-CO-CH 2 


2-475 


3,4-diCl-Ph 


NC-(CH 2 ) 4 -NH-CO-CH 2 


2-476 


3,4-diCl-Ph 


NC-(CH 2 ) 5 -NH-CO-CH 2 


2-477 


3,4-diCl-Ph 


NC-(CH 2 ) 6 -NH-CO-CH 2 


2-478 


3,4-diCl-Ph 


NC-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-479 


3,4-diCl-Ph 


NC-CH 2 -N(Me)-CO-CH 2 


2-480 


3,4-diCl-Ph 


NC-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-481 


3,4-diCl-Ph 


NC-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-482 


3,4-diCl-Ph 


NC-(CH 2 )4-N(Me)-CO-CH 2 


2-483 


3,4-diCl-Ph 


NC-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-484 


3,4-diCl-Ph 


NC-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-485 


3,4-diCl-Ph 


NC-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 . 


2-486 


3,4-diCl-Ph 


HO-CO-CH 2 -NH-CO-CH 2 


2-487 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 2 -NH-CO-CH[ 2 


2-488 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 3 -NH-CO-CH 2 


2-489 


3,4-diCl-Ph 


ho-co-(ch 2 )4-nh-co-ch: 2 


2-490 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 5 -NH-CO-CH 2 


2-491 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 6 -NH-CO-CH[ 2 


2-492 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-493 


3,4-diCl-Ph 


HO-CO-CH 2 -N(Me)-CO-CH 2 
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2-494 


3,4-diCl-Ph 


HO-CO-(CH 2 )2-N(Me)-CO-CH 2 


2-495 


3,4-diCl-Ph 


HO-CO-(CH 2 )3-N(Me)-CO-CH 2 


2-496 


3,4-diCl-Ph 


HO-CO-(CH 2 )4-N(Me)-CO-CH 2 


2-497 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-498 


3,4-diCl-Ph 


HO-CO-(CH 2 )s-N(Me)-CO-CH 2 


2-499 


3,4-diCl-Ph 


HO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-500 


3,4-diCl-Ph 


MeO-CO-CH 2 -NH-CO-CH 2 


2-501 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 2 -NH-CO-CH 2 


2-502 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 3 -NH-CO-CH 2 


2-503 


3,4-diCl-Ph 


MeO-CO-(CH 2 )4-NH-CO-CH 2 


2-504 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 5 -NH-CO-CH 2 


2-505 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 6 -NH-CO-CH 2 


2-506 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-507 


3,4-diCl-Ph 


MeO-CO-CH 2 -N(Me)-CO-CH 2 


2-508 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-509 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-510 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 4 -N(Me)-CO-CH 2 


2-511 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-512 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-513 


3,4-diCl-Ph 


MeO-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-514 


3,4-diCl-Ph 


H 2 N-CO-CH 2 -NH-CO-CH 2 


2-515 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 2 -NH-CO-CH 2 


2-516 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 3 -NH-CO-CH 2 


2-517 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 4 -NH-CO-CH 2 


2-518 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 5 -NH-CO-CH 2 


2-519 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 )e-NH-CO-CH 2 


2-520 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -NH-CO-CH 2 


2-521 


3,4-diCl-Ph 


H 2 N-CO-CH 2 -N(Me)-CO-CH 2 


2-522 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-523. 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-524 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 )4-N(Me)-CO-CH 2 


2-525 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 5 -N(Me)^CO-CH 2 


2-526 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-527 


3,4-diCl-Ph 


H 2 N-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-528 


3,4-diCl-Ph 


HO-N(Me)-CO-CH 2 -N(Me)-CO-CH 2 
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2-529 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH2)2-N(Me)-CO-CH 2 


2-530 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH 2 )3-N(Me)-CO -CH 2 


2-531 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH 2 )4-N(Me)-CO -CH 2 


2-532 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-533 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-534 


3,4-diCl-Ph 


HO-N(Me)-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-535 


3,4-diCl-Ph 


MeO-N(Me)-CO-CH 2 -N(Me)-CO-CH 2 


2-536 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-537 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 )s-N(Me)-CO-CH 2 


2-538 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 )4-N(Me)-CO-CH 2 


2-539 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-540 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-541 


3,4-diCl-Ph 


MeO-N(Me)-CO-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-542 


3,4-diCl-Ph 


Ac-CH 2 -N(Me)-CO-CH 2 


2-543 


3,4-diCl-Ph 


Ac-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-544 


3,4-diCl-Ph 


Ac-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-545 


■ 3,4-diCl-Ph 


Ac-(CH 2 )4-N(Me)-CO-eH 2 


2-546 


3,4-diCl-Ph 


Ac-(CH 2 ) 5 -N(Me)-.CO-CH 2 


2-547 


3,4-diCl-Ph 


Ac-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-548 


3,4-diCl-Ph 


Ac-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-549 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-N(Me)-CO-CH 2 


2-550 


3,4-diCl-Ph 


HO-(CH 2 ) 3 -0-N(Me)-CO-CH 2 


2-551 


3,4-diCl-Ph 


HO-(CH 2 ) 4 -0-N(Me)-CO-CH 2 


2-552 


3,4-diCl-Ph 


HO-(CH 2 ) 5 -0-N(Me)-CO-CH 2 


2-553 


3,4-diCl-Ph 


HO-(CH 2 ) 6 -0-N(Me)-CO-CH 2 


2-554 


3,4-diCl-Ph 


HO-(CH 2 ) 2 -0-(CH 2 ) 2 -0-N(Me)-CO-CH 2 


2-555 


3,4-diCl-Ph 


(Me) 2 N-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-556 


3,4-diCl-Ph 


(Me) 2 N-(CH 2 ) 3 -N(Me)-CO-CH 2 


2-557 


3,4-diCl-Ph 


(Me) 2 N- (CH 2 ) 4 -N(Me) - CO- CH 2 


2-558 


3,4-diCl-Ph 


(Me) 2 N-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-559 


3,4-diCl-Ph 


(Me) 2 N-(CH 2 ) 6 -N(Me)-CO-CH 2 


2-560 


3,4-diCl-Ph 


(Me) 2 N-(CH 2 ) 2 -0-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-561 


3,4-diCl-Ph 


AcNH-(CH 2 ) 2 -N(Me)-CO-CH 2 


2-562 


3,4-diCl-Ph 


AcNH- (CH 2 ) 3 -N(Me) - CO- CH 2 


2-563 


3,4-diCl-Ph 


AcNH-(CH 2 )4-N(Me)-CO-CH 2 
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2-564 


3,4-diCl-Ph 


AcNH-(CH 2 )B-N(Me)-CO-CH 2 


2-565 


3,4-diCl-Ph 


AcNH-(CH2) 6 -N(Me)-CO-CH 2 


2-566 


3,4-diCl-Ph 


AcNH-(CH2)2-0-(CH2) 2 -N(Me)-CO-CH 2 


2-567 


3,4-diCl-Ph 


Me-S0 2 NH-(CH 2 )2-N(Me)-CO-CH2 


2-568 


3,4-diCl-Ph 


Me-S0 2 NH-(CH2)3-N(Me)-CO-CH 2 


2-569 


3,4-diCl-Ph 


Me -SO2NH- (CH 2 )4-N(Me) - CO- CH2 


2-570 


3,4-diCl-Ph 


Me-S02NH-(CH 2 ) 5 -N(Me)-CO-CH 2 


2-571 


3,4-diCl-Ph 


Me-S02NH-(CH 2 ) 6 -N(Me)-CO-CB[2 


2-572 


3,4-diCl-Ph 


Me-S02NH-(CH 2 )2-0-(CH2)2-N(M:e)-CO-CH 2 


2-573 


3,4-diCl-Ph 


2-(HO-(CH 2 ) 2 )-Pyrr-CO-CH2 


2-574 


3,4-diCl-Ph 


2-(HO-(CH 2 ) 3 )-Pyrr-CO-CH2 


2-575 


3,4-diCl-Ph 


2-(HO-(CH 2 ) 4 )-Pyrr-CO-CH2 


2-576 


3,4-diCl-Ph 


2-(HO-CO-CH 2 )-Pyrr-CO-CH 2 


2-577 


3,4-diCl-Ph 


2-(HO-CO-(CH2) 2 )-Pyrr-CO-CH 2 


2-578 


3,4-diCl-Ph 


2-(HO-CO-(CH 2 )3)-Pyrr-CO-CH 2 


2-579 


3,4-diCl-Ph 


4-Oxo-Pip-CO-CH 2 


2-580 


3,4-diCl-Ph 


4-HO-Pip-CO-CH 2 


2-581 


3,4-diCl-Ph 


4-(HO-CH 2 )-Pip-CO-CH2 


2-582 


3,4-diCl-Ph 


4-(HO-(CH 2 )2)-Pip-CO-CH 2 


2-583 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 3 )-Pip-CO-CH 2 


2-584 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 4 )-Pip-CO-CH 2 


2-585 


3,4-diCl-Ph 


4-(HO-CH 2 -0)-Pip-CO-CH 2 


2-586 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 2 -0)-Pip-CO-CH 2 


2-587 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 3 -0)-Pip-CO-CH2 


2-588 


3,4-diCl-Ph 


4-H 2 N-Pip-CO-CH2 


2-589 


3,4-diCl-Ph 


4-(AcNH)-Pip-CO-CH 2 


2-590 


3,4-diCl-Ph 


4-(HO-CH 2 -CONH)-Pip-CO-CH 2 


2-591 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 2 -0-CH 2 )-Pip-CO-CH 2 


2-592 


3,4-diCl-Ph 


4-(HO-CO)-Pip-CO-CH 2 


2-593. 


3,4-diCl-Ph 


4-(HO-CO-CH 2 )-Pip-CO-CH 2 


2-594 


3,4-diCl-Ph 


4-(HO-CO-(CH 2 )2)-Pip-CO-CH 2 


2-595 


3,4-diCl-Ph 


4- (HO - CO - (CH2) 3) -Pip - CO - CH2 


2-596 


3,4-diCl-Ph 


4-(HO-CO-(CH 2 )4)-Pip-CO-CH 2 


2-597 


3,4-diCl-Ph ' 


4-(H 2 N-CO)-Pip-CO-CH2 


2-598 


3,4-diCl-Ph 


4- (H 2 N- CO - CH 2 ) -Pip - CO - CH 2 
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2-599 


3,4-diCl-Ph 


4-(H 2 N-CO-(CH 2 )2)-Pip-CO-CH2 


2-600 


3,4-diCl-Ph 


4-(H 2 N-CO-(CH2) 3 )-Pip-CO-CH2 


2-601 


3,4-diCl-Ph 


4-(H 2 N-CO-(CH 2 )4)-Pip-CO-CH2 


2-602 


3,4-diCl-Ph 


4-(HO-N(Me)-CO)-Pip-CO-CH 2 


2-603 


3,4-diCl-Ph 


4-(HO-N(Me)-CO-CH 2 )-Pip-CO-CH2 


2-604 


3,4-diCl-Ph 


4-(HO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH2 


2-605 


3,4-diCl-Ph 


4-(HO-N(Me)-CO-(CH 2 )3)-Pip-CO-CH 2 


2-606 


3,4-diCl-Ph 


4-(HO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH 2 


2-607 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO)-Pip-CO-CH 2 


2-608 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH2 


2-609 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH2 


2-610 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


2-611 


3,4-diCl-Ph 


4-(MeO-N(Me)-CO-(CH 2 ) 4 )-Pip-CO-CH 2 


2-612 


3,4-diCl-Ph 


3-Oxo-Pipr-CO-CH 2 


2-613 


3,4-diCl-Ph 


4-Ac-Pipr-CO-CH 2 


2-614 


3,4-diCl-Ph 


4-(HO-(CH 2 ) 2 )-Pipr-CO-CH 2 


2-615 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 )-Pyrr-GO-CH 2 


2-616 


3,4-diF-Ph 


3-(HO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


2-617 


3,4-diF-Ph 


3-(HO-(CH 2 ) 4 )-Pyrr-CO-CH 2 


2-618 


3,4-diF-Ph 


3-(HO-CO-CH 2 )-Pyrr-CO-CH 2 


2-619 


3,4-diF-Ph 


3-(HO-CO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


2-620 


3,4-diF-Ph 


3-(HO-CO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


2-621 


3,4-diF-Ph 


3-(HO-CH 2 )-Pip-CO-CH 2 


2-622 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 )-Pip-CO-CH 2 


2-623 


3,4-diF-Ph 


3-(HO-(CH 2 ) 3 )-Pip-CO-CH 2 


2-624 


3,4-diF-Ph 


3-(HO-(CH 2 ) 4 )-Pip-CO-CH 2 


2-625 


3,4-diF-Ph 


3-(HO-0H 2 -O)-Pip-CO-CH 2 


2-626 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 -0)-Pip-CO-CH 2 


2-627 


3,4-diF-Ph 


3-(HO-(CH 2 ) 3 -0)-Pip-CO-CH 2 


2-628 


3,4-diF-Ph 


3-(HO-CH 2 -CONH)-Pip-CO-CH 2 


2-629 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 -0-CH 2 )-Pip-CO-CH 2 


2-630 


3,4-diF-Ph 


3-(HO-N(Me)-CO)-Pip-CO-CH 2 


2-631 


3,4-diF-Ph 


3-(HO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


2-632 


3,4-diF-Ph 


3-(HO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


2-633 


3,4-diF-Ph 


3-(HO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 
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2-634 


3,4-diF-Ph 


3-(HO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH 2 


2-635 


3,4-diF-Ph 


3-(MeO-N(Me)-CO)-Pip-CO-CH 2 


2-636 


3,4-diF-Ph 


3-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


2-637 


3,4-diF-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


2-638 


3,4-diF-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


2-639 


3,4-diF-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 4 )-Pip-CO-CH 2 


2-640 


3,4-diF-Ph 


3-(HO-(CH 2 ) 2 )-Pipr-CO-CH 2 


2-641 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


2-642 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


2-643 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 4 )-Pyrr-CO-CH 2 


2-644 


3,4-diCl-Ph 


3-(HO-CO-CH 2 )-Pyrr-CO-CH 2 


2-645 


3,4-diCl-Ph 


3-(HO-CO-(CH 2 ) 2 )-Pyrr-CO-CH 2 


2-646 


3,4-diCl-Ph 


3-(HO-CO-(CH 2 ) 3 )-Pyrr-CO-CH 2 


2-647 


3,4-diCl-Ph 


3-(HO-CH 2 )-Pip-CO-CH 2 


2-648 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 )-Pip-CO-CH 2 


2-649 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 3 )-Pip-CO-CH 2 


2-650 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 4 )-Pip-CO-CH 2 


2-651 


3,4-diCl-Ph 


3-(H0-CH 2 -O)-Pip-0O-CH 2 


2-652 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 -0)-Pip-CO-CH 2 


2-653 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 3 -0)-Pip-CO-CH 2 


2-654 


3,4-diCl-Ph 


3-(HO-CH 2 -CONH)-Pip-CO-CH 2 


2-655 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 -0-CH 2 )-Pip-CO-CH 2 


2-656 


3,4-diCl-Ph 


3-(HO-N(Me)-CO)-Pip-CO-CH 2 


2-657 


3,4-diCl-Ph 


3-(HO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


2-658 


3,4-diCl-Ph 


3-(HO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


2-659 


3,4-diCl-Ph 


3-(HO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


2-660 


3,4-diCl-Ph 


3-(HO-N(Me)-CO-(CH 2 )4)-Pip-CO-CH 2 


2-661 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO)-Pip-CO-CH 2 


2-662 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-CH 2 )-Pip-CO-CH 2 


2-663 . 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 2 )-Pip-CO-CH 2 


2-664 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 3 )-Pip-CO-CH 2 


2-665 


3,4-diCl-Ph 


3-(MeO-N(Me)-CO-(CH 2 ) 4 )-Pip-CO-CH 2 


2-666 


3,4-diCl-Ph 


3-(HO-(CH 2 ) 2 )-Pipr-CO-CH 2 
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<A&> 




ilBiS'K A, B, D, E, R 1 , R 2 , R 4 &^n tefufB i U X te\ 

«#fcPl^«75;<, £?jg^K£> SSSHC^ ^*JSf XSR^If o.k5&AD y> 

(fgA 1 

lAHilt ffc^ (2) UMti'W (3) ^'SM^ fil^iJ©#ffi 

TX«##&T, iM©#&TX«##£ET> iih^-a-T, -*9:5£ (I a) ^^TiT 
§ -fb-gr % £ |g& f £ X m * § . 

>©«fc3fcAny>teJftfc**S ; ^iifJK lixfjK Bm^n^Jl, mm 
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thxhUMlH VWxhiJJPOJ;5&xhUJl/i; *M75 h\ N, N 
-i?^^*M75 P, N, N-^p<^;i/T-k hT5 HXtt^t^?;>U >M 
h'J75 F©«k"5fc7^ FSS ; z?* J-)V7,)V**ri' H ©J: 5 fcXfr&*zs H» ; X 

xx^;i/ffliTf3^S©ia^r-a- ; 

(2) i, 3-^->^a^->M;^^$H, l, 3-^yyot:^*jv^ 

F#©7a;i/^>M$ FIS ; fJeB^I/^iM 5 HStTiaiSca^t ; X«tufB* 
FitN-t Fo^^X7->W5 1 -b F n=^>^> V* h U 7 V* 
-J^KttN-k HD^r->- 5 -7 )V&)V*>- 2, 3 - ;i/#3r W 5 F© 
=k 3 feN — b h'D + ^iOi^f ; 

(3) 2, 2' try 5^ W)V7 T-T F^L-< «2 , 2' -^>yf7y 

tt F U 7*fWX7^ >©J:5£i:*X:7^ >m<DU^ 

(4) N, N ' -VTs&l/l/'i 5.-J)Vt>—^^— K V- 2-\ZW)V # — 
— F^b<«S, S ' -bX (l-7xX^-lH-fh7 , /-;V-5-'fJl') 
3^*'— N©«k 5 — Flft ; 

(5) n, n* -bx (2 -rfr^y- 3 -^-tf-i/ U ;io -*^7^>t7n 
r>-f FOJ:5^W7>f >m^n^-f FiS ; 

(6) N, N* ->>X^>>-f 5 I/- K N, N' -y7^M5Ft 
^rifV"- F, N , N' -bX ( 5 - J )VH^)V^>- 2 , 3 -^TjM+yi" 5^) 
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^ifV— 1,1' -HX K>*/h U TVU;P) ^1fl/-K 1, 1' - 
HX ( 6 -^nn^>i/h U TVU;i/) tf^lf 1/- h^b < 1 , l* -tfx (6 

(7) Wffi^X^^ >it7^M>lS^X^f b<^l, 1' - (7^ 
# - )\,) V tf ^ U 5> > © «k 3 & X V/ >lx^f^X(i77y^J^ + 

(8) N-X^;P- 5 -7xZJK V^^rlfVU 3 ' -X;i^ — hCDJ;-5 
ltCN-fi»7W- 5-7'J-jKVtWJ 7A- 3 ' ; 

(9) 5?- 2 - t: U 5? ;i/>? F©i^yAf07 U —frz/^V— FSf 

(1 0) p -n h o^>i£ >x;p^— Jl/ h U TV U HcDJc^^TU-^x;!/^— ;v 
h U77U HIS ; 

(11) 2 d;p- i -pWPtru ^— 7A a-^.Hcj;5a2-Ao-i 

(12) i, i' -^-^if U^v^-f 5^V-;^U<«N, n' -5&;u#=:;i/$M 

5 ^y- ;ko «fc ^ fcc-r 5 #v—)vm. ; 

(13) 3-XfJ!/-2-^Dn-^>7?77*'J7A X P aj? I/- h <D «t 5 
3 -i&Wi7 )V*)V- 2 -AO^>-^>y?77'J 7A 7;l^D#t/- ; 

(14) 3 -/fJI/-^> 1 /f7y-^- 2 -tD>OJ;5fe 3 -fci7;!/^^- 

(1 5) 7i-)!/^7nnj|NX7x-hf L<tt^'J^7x-hxXr;KDi5 

(16) ^ n DXJ^xM V y7^- h© J; 5ftAD^V XiV*xJH 7 y7t> 

(17) hU7 UMnu Ft b<tth'J x^;i^> u a y f © «k o 

(18) ^^/XMiMD'J FCD<fc"5^<£IRT;i/* >x;i^x;i^/\ ^ FtT 
(1 9) N, N, N\ N* -rh7^fJ^onW?5y9A^oiJ FO^dfe 



t 
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-tW2 (5) T?fcS„ 

; KBbkSfcU^tfA, ISitti**^-hU^A*L<ia«K***U BACA'S 
)V% U^I1MS» ; **teU 3^ A, **ft;^ h U r >A*b< «7k*Hk# 
U ^A©i5ft7JW U &JR7K*fls4&» ; zKR-fbU^A, Tjc^t-?- h U "^A^b 

U ^Ap< h^y H\ th'J ^Aib^y F^U< tt* U ^A t -T'h^-y HO<t5 

V^aHJHfJl/75>, N-^^WE^afrU k s 'Jy>, 4- (N, N-S?* 
fJI/75/) t!U^>, N, N-v^5P;i/TxU >> N, N - S^X^HT — U 
1, 5-5?7tf\£$'&U [4. 3. 0] y^--5-X>, 1, 4 - >?7tf n 
[2. 2. 2] t?^XDABCO)gl<ttl, 8 - S?7tf tf a [5.4. 
0] -7-#>tHz> (DBU) 75:^-^75 >iST& 0#, Mtttfl7 

5>iiT&D, fcfcjfrjfffcfci, MJxf;>7 5>T*5. 

- 2 0°C75S2 0 0°C ($?ilfC«0 o C7!;M 1 2 0°C) T&S. 

#^Tfctf^n§o sfe, (3) o^fcDic, cma 

fcf, — : R 4 -CO-0-CO-R 4 §ft§{^i, Xmt&m (3) ti^ 

Kmmr'&, mmit^mu, tsutoi, Rj6«-&4btf>ssHft£ft*. $j*j£> 
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H-2 0 (77^y7ai), 7>A-7-f hXAD - 1 1 ( O — A • T > F • A 



<B&> 




XSasS;^ A, B, D, E, R 1 , R\ R 4 s XRtfn teWaB t 
(IB 1 XII) 

iBiign {b-a-tj (2) <h{fc-£^ (4) ts, ^^ttw*. m&m<Dft& 

TXtt##ftT» ll©#ST, ffilr£i±T, — JKS: (lb) SJfrffc'fb'&fcfcft 
3tT£X*lTr£>£ 0 

*x@fcfev^T, ^sttii, n^JMRtfttasra, ^Aiigj Tizfi^snfe*> 



t 
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PCT/JP2005/003545 



- 2 0°C71;M2 0 0 <C (£? MlzU 0 'CTiM 1 2 0°C) Tf££o 



fl^t) (I) t^^TR 3 ^-CO-NH-R 4 Xtt-CO-NH 2 Tfe§{b-&i|tl 
TIB C m \Z L *« ^? TMitf £ £ £ # § „ 
<C&> 




ifBsCf, A, B> D, E, R 1 > R 2 > R 4 X.Z$ n UM IB £ m = 
(HI CI If!) 

iCIIitt fbi^ti (2) £.4k&® (5) Tffii4M4u IWffiTX 

0t:7!>S2 0 OTC (£?jt?::teO c C7I>S 1 2 O^C) T'&^o 
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#7^4 8R#F B 1 (JfJSfcttl 5^S24BfPI) 



(I) tfc^TR 3 ^-CO-CH 2 -N (R a ) R^^S-fb^*** TIB 

<D*£> 




±3B5C4«, A, B, D, E, R\ R 2 , R a , R\ XR^'n^iiffBtlWIit®^^ 

X' w,mM%^-t, 

(ID llg) 

iDlIgll (2) tfc&m (6) t*, TiSttM'f, SS#STT 
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mj££-s-c\ it^m (7) §isi-§ii-es§. 

OOt (£?jt^«0 o C753§l 2 0°C) 
(®D2Ig) 

^D2X@tt, (7) hit^m (8) ^FffittWf, Il#ffiTX 

«*#«ETTS^^i±T, — IKtC (Id) *5t*TS'fb'&*S»jfi"r*XgT**. 

0°C7?;S2 0 or (#? jgfcfci 0"C7iS 1 2 Ot:) T&£„ 



-fb-a-^j (i) te*sv*TR 3 >&*- (ch 2 ) m -co-R 5 -e&£ft; TfEEfe 
\z b & # o Tisiis -t * t^T*t§ 0 

<E&> 
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±15^4' > A, B, D, E, R 1 , R 2 > R 4 > R a > R b , X, mRlK n «fu fB i 
(H E 1 X@) 

lEiign ih^m (2) t^-a.^ o) ^'&'\±mm%>> »stt 
sj^$i±T> -«5$; (i e) ^^-rs^^^j^M^-r^xg-rfe^o 

>©J:'5^ADy>'fb^'fb7j<*IM ; «xfJK itx^;k ffK^nfc:;k »St 
t/^PXte^M^x^^cJ^&xx^ll! ; -Jjl^)V^~-^-)V, ^yynt> 
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± h- h u;wx«-f h u;Ko«fc3 3fe=. h u;na ; *M7 5 h, n, n 

U^ItMill ; zRJPHbU^A, 7K*ib^- h U # A^b < «7K*-fb* 
U ^A©j;5^7JW U&«#SHbtt8I ; 7KSHbU3^A, *tftth'J!JAfL 

'J^A^ h=^> h\ ^ h U -^Axh^y H*b<tt* U ^A t -7* h^r-> H©«t5 
&7JWJiI7;Pn^>HjS; hUi^7 5>, h'JW7 5>, ^V7° 

nt°Ji/xws>, N-^^;ix^e;i/7^u >, kus?>, 4- (n, n-v^5p;1/ 

757) t°U> ? >> N, N-^^WXUX N, N-^I^T-UX 1, 
5 -^Tlftf [4. 3. 0] y^~-5-X>, 1, 4-^T1fH->^0 [2. 
2. 2] (DAB CO) j£b<fctl, 8 -^X+ft:^ n [5. 4. 0] 

- 7 -^>^*-fe> (DBU) OJ;5M75>i;XWJ^A k'X (h'J^ 
^;l/~>U;i/) 75 KOJzS&XS FSnr*D*#» #jfcfc«T3 FfBT* D . 

- 2 0"€7!>M2 0 0 °C (#? jfifctt 0 °C7iS 1 2 0 °C) S 0 
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(iE2Ig) 

iE2ig«, -**5£ (i e) &-%-?z>ik&m*. *fs&mm*. m^v< urn 

>®J;5^ny>«**lS ; ^RxfJK SixfJk SiynHJk am 

U n-Jk^/fJU-fi^ia&x-fJH ; T-fe h >\ ^^;i/X5=-;V^r h >, 
-feh- hUMH-f y7*f^biJJKDi5&xh'J^i ; *JVA75 h\ N, N 

Jl/^^>Od;-5^:X;i/^>ii ; ^ ^ / — ;K x^y— ;K 7"n/V-;K 2-7'o 
;Pxi-;HSI ; zfc ; xte, zk £ tufB#«Wt <z>?Mi=r Wr?& 0 Jfjiictt, ad 

ffiJl^tismSte, MX.it. TkUHb^hU r7A, zKIHbTJU^A, zKgMbAU^ 
<b^ h U ^AXtezXiMb* U 7AT-*5. 
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- 2 0°C7}S2 0 0t (£? jgtcte 0 1 2 0°C) 7:&£ 0 

SJS^TI, BSMbl=>-tl«, riAHgj tW2bfc^?St|Rl#0^^ 

(^E 3Ig) 

^E3IfM«, — (I f) ^^•T§{li'&'t)i:'fb-&% (8) <h£, 

jc (i g) *&?z>fc&w*MmTz>j:m-?&z>o 

XDJca^AnyXb^-fbTKm^ ; ^Ix^JK «ifik BtS^nt^K W 
WXttMiyxfJk®i5&xxf JPi ; yxfjH-f;K y-fy/nh> 

U xi — ;i/v^^;i/X— ^I/CDJ^&x-^l/iB ; T-fc b >> ^^I/X^^r h 

-fehxihU^Xtt-fy^^^-hU^cD^-S^xhU;]/!! ; *;VA73 h\ N, N 
-y^»M73h\ N, N-y^^;|/7t b75 F Xte^ltpWl/ U >i? 
h U T5 FOJ^&T 5 HIS ; z? * ^l/X^^v- F <£> J: 5 ftx;^^ FII ; X 

^ligCl^T, fi^RO^S^ riAHgj T'^Snfc 
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-2 0°CTb^2 OOt VfrMteUOVTb^. 12 0t) -?&£ 0 

MSt, 5fr7bm.4 8mm (mmizu i 5^12 4mm) -?&%>o 

Nfi, flitl ^-Tik^m (I f) t/\n^« (0y*.fc£» mt^^r 

flS-&4& (I) ^&^TR 3 ^- (CH 2 ) m -R 5 -r$>D, m^27iS6l:$.§^^ 
<F 



1 
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KM*fcRKJ£tt&<* #31 Kite. til?> mifXtt^fOi^ft/ND^^ 
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>x;1/tJn-;p^-^.> % p - h^x>x;i^-;i/3-4^>X«p -x h o^>i£ >xjl 

(iFiig) 

^>if >. h^x>X»^>l/>©£5&7^«j^fc7K*ffl ; ^fl/>^n'j H\ 
^dd^a, BaEMfc^S^ ^nni^x ^nn^>if>X«> ? ^nn^>if 
>CDJ:5^Any>'ffcjK'fb7K*IH ; ^ix^Jk fftifJK it^nfc!^ Si 

X-^-;K fh7kFD77X ^^-^+f->, y^h^yi^>xa^xfk>^ 

*3=-;W V^^^dr h >, < V*D >X«v-i7 n^x^ity XDJ^te^r h >|M ; T 

h- h u;vx«-f v7ff - h u;KD£-5ftx h u;hb ; MA7 5 h\ n, n 

-y^f MM75 F, N, N - i? X 9-)VT^L V T 5 KXttA^lf^ 9~)V U >M 
h U75 F0J;5S75 HIS ^x;!/*^ F©i5&XJl/My FIS ; X 

;HST-£D, H^£?iSK:«, x-T-;VWTr$> ^x^JPx-rJl/ 
Xttf>7hFn77>T^§. 

jK^^t" h U 7A> 7jc*<b^^^M^X«7jc*>fb^^*Ug : -^A©«j;5^7jc^b* 

<i73HT;i/# u&JR ; iSc^te, 7jc*^T;i/5x'j'AUg i ^AXtt7K*'fbU^^A h u 
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2 o'cnmz o o°c mMteizovn^i 2 o°o 

TT*f & Z. £ # ^ o 
(HI F 21*1) 

lF2Illt (Ih) *^TZ>ik<&mhik&m (10) ^F^ffi^ 

(1 i) £Wt~£'fbi^£Mf o , fuffi riAiiij i|wi#co 

(MF 3Ig) 

IF3HH (ih) /\ny«J.(fJiH 5^ 

(D & © &m \*%> £ i: T^T?^ & „ 

cD@m^td;oT^^^)^\ S3t, - 2 0 (.&MIZU 0 °C75M 1 2 
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mm) t?^5c 

Tr*!t*Sf ^ £ t. -tfi-i? # £ o . 
(JgF 4XIS) 

fHF4IfM», ib-a-^ (10) (8) TOttWK Mm<D^& 

T^sjss-frT, — (i j) ^wr^^^^^ia^tT^xs-eso, mm rig 
D2iij tiwi^o^^Tr^jisn^o [<su Mt^^t, tffm\z\z, rs. f 

Km-mi^ >&^u summit rjgAiifsj tiBLfc^ti^©^* 



(I) iI^^TR 3 #-CO-NH-CO-N (R a ) R b TfeS^ftt, 

<G&> 
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Nl-A— B-R 1 
"{CH 2 ) n 




N-A— B-R 1 



±Eot"t», A, B> D, E , R 1 > R 2 , R a , R\ X' Rtf n ««ME £ H*C«£ 
(iGUg) 

IgGlXfltt, (2) hik&W (11) iS, TOttM*> SS#ST 

Xtt^ftTTKfSStx, <fb#% (12) *»jfi*rsxST?»t), MSB r^ci 

x^gj trnm^^n-mm^n^o emu ^xgd&^T, wa^ra, /\oy>ft 

HjS^Tm, ^»^5«l»fl5^*«, T^AIX^J fctBbfc:#8s£:ft«©#85 
(H G 2 XfS) 

SG2Igtt, Ib^-^ (12) b.\Y>^m (8) i§, ^SttW^, IS©#ft 
Tt£f£;§tT, — JK5£ (I k) £Wx£te^£§S3tt-£X?l^£D, M83 r|g 

D2XIIJ i:|WI#OD^^ir^M$n^o [fit, *XSfc*SViT, 0jS(^tt, AOV 

>^^**« ^fi/^nun a*»jfcfcL'Tm>sns.] 

SM7t, &K&SfcrB«Kfe'&*tt, r^Aixfij fcfBbfc^^ilwiilo^ 
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it&m ( I ) t^^TR 3 ^-CO-NH-S0 2 -N (R a ) R b T?££ ft 

TSB H m id b *t o T Kit S E t ifi-v * § . 

<H*£> 




OH 



N-E- 



(2) 



N-A— B-R 1 
^(CH 2 ) n 



0=C=N X' 
(13) O O 




R^ 



N-E- 



N-A-B-R 1 
^(CH 2 ) n 

(14) 



fgH2X?J 



H-N 



(8) 



,R S 




R c 



N-E— 



O H 
O O 



R a 
R b 



N-A— B-R 1 
lCH 2 ) n 



(Im) 



±JB5S;'f, A, B, D, E> R\ R\ R a , R *\ X' SlXS n fctfffSB i l^iKH^ 
(3IH 1 Ig) 

iHUgtt, ^£-#1 (2) 2ifc&® (13) *fiH£*«IE*, m*#ftT 

Xtt^#i5ETTSf&$tT, -ffc^tl (14) ^ilt^IgT^D, tfifH rfg c 1 



(IH 211) 

lH2Ig(t (14) (8) ^'14^*, ±«0#3E 
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-fb-&«& (I) t^^TR 3 ^-CO-NH-CO- (CH 2 ) m -N (R a ) R b T? 
aB-Mbl^teu TIB I Stbfe^-pTSgjt-rs^i^lr^^o 
<I&> 




OH 



N-E- 



(2) 



N— A— B— R 
(CH 2 ) n 



O 

X 

0-C=N^(CH 2 ) m 
(15) X ' 




R 



N-E- 



N-A— B-R' 
O H (CH 2 ) n 

(CH 2 ) m 
X' 



(16) 




H-N 



(8) 



N_E n N— A— B— R 1 
O H (CH 2 ) n 

(CH 2 ) m 
N 

R a R 



(In) 



-kfBiStK A, D, E, R 1 , R 2 . R a , R b , X\ mJttX n ^ttftB b. MM 

fill llglt (2) hik&m (15) ^ttM>£, ^S#^T 

X»^#fiTTSJS$tT, 4tl1=r#l (16) ^Sijfif SXig-CfeO, ittffB r$Cl 
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(S£ I 2Ig) 

ft I 2IiH -ffc-gr^ (16) £{bGt® (8) TOttJM^ 

Tx«#MTi?si;$tT, — j»5£ (in) *^r-r*^«*«jfi"r*xs-c» 
Tilts z\ t*«T?€r*. 



(I). i^^TR 3 ^- (CH 2 ) m -R 5 -e^.D, m#*l 75S6T*S'ffc'& 
TIB J ^lctfe# 0 T«lt§ 21 t^TtS. 
< J&> 




dP) 



_kflB5£*K A, B, D, E, R 1 , R 2 , R 5 > mXtf n »*ttfB£RI*tt*j*U 

y' ttffli«a6*w-r. 
j in) 

ftj nil*, (2) ut&m (17) a8-&si©# 
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«ETX«*#«ET, S*©ffSTXI4##SETTE«3tT, (I p) 

-rs-fb^sssifif sx@ , r*t)> tutsr^E ugj t^o^&T^jBsns. 

(2) tt, *H#ffFfjl6, 5 1 1, 9 7 5-^®*7Al 17iSl 
S^i^TtSo 35 fc, fc^* (4), \k&W (5) Rtf-fc^* (9) Us R 4 -X 

ItbTffll^tlfSo ^Oli», NK P NK 2 W/XBNK 3 f§Wfi 

m (ibd), nm. nmm&s mt^mm^ awj^^^ 
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fcmmm xmmmnmt^mmm, mm, mm, mm, mmm^m, mmm, mm 
■ mm, wiiiiT, ftttft. mmtemmm, m&ftmm'Pxu&umb 

; mob, a§&a£, ^mmmz^&ffrmmm&mimfom, mmm, ^.zsu 
y-m^^M.mmm, m*mto\z&*&m<D&K\z&*mm.immm> mm, 

&mi]Xte«iJ^££#^ni£^& Mid, #3893©— (I) 

mrnmn, mz.it, %im, mm, h^u<ttv;i/t?^ hoi 
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» ts )v v a cd j: 5 & (D mm %k )ft?gaj t^diis. 

*t$R5!lfc*> 09*.Hr, Xr7U>l, Xf 7 'J >i^;i/'>^ At l< SXf7 'J > 
litl ; ^ U n : y^)im ; ^Mtt bU^A ; DL-n-f-» ; JgIfrSfc± 

fliAii, # ij tf k n u h >su < iav^ □ i&^u, mm 

l«^5Sdi:R«©'fb'&«*T?*0#*. 

U -)A, AM^y/fM^-?t h UvAgKIM^U tfn;vtfnU F> 
<Z) <fc 3 ft £ n fc 5 s > :/ > • t^D-X«TS5Di§. 

< l/y-;i/©«t5&7xX^-;|/g ; ^^DU-^ ; HniS ; Xtt, V 
71^) ©i^ftfcjjffff b< B«»St* c ifc J: D8It* c ^E-© 
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M Tween 80 < Span 80 ®<fc 5 *#'J V^K- h, X«M^> 

if;v3n^A©«fc"5^®stt^), mmm> mmm\ wtu*. Mt^ufA), 

Jh SB © «fc 5 \z mm b feMBfUS#i- § & 56 CO ft XM ®^fT-iW&? 

B^fcD, TPIibTO. lmg ($f^b<«, lmg, Hfc$?£L<«, 5mg), 
_hPSi: bt, lOOOmg (#?£b< lOOmg, IC|ifSL< 5 Omg) 

it-grKiW:, B£Al:^bTlH3fcD, TPStbTO. Olmg (£?£L<»0. 1 
mg), ±mtVXs 1 0 Omg (IfSKtt 1 Omg) £ 1 ®£fctt&HIfc:#W-T, 

bT10*feO, TPlibT 0. 01#g/kg($F£L<«0. 05fig/kg), 
±RB£bT* 100O//g/kg (|f^L<&10 0ftg/kg, iOlf^Kfi 

20fig/kg) ^ i la^fcttSfcisrfca-frT, £#fcj&CT«:#-r*c£tf«aa;L 

Vi 0 
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«TKi, mmm, ##m, »jMs.«^M^^tfx*^^^j:tp jM^w^iaHj 
t z> ifi > * f§ 0j « c: n s ^ ps ^ $ n £ *> © t? « & v i . 

imtMM 1] l-(2-{(2R)-2-(3, 4-^OD7i-W -4 - [3, 
tfn {(2 S) - 2 - C(Tir Tir h *~>] } -f >^>- 1 , 4' -H^U^ 

> 2-97 HI) 

1- (2 - {(2R) - 2- (3, 4-^nD7i-W - 4- [3, 5-tfX 

( h U ^;v^-n^^;i/) ^>y-r ;H ^afcu >- 2 --f ;W x^;V) xtfn [(2 

S) - 2- kFn^y] -f>^>-l, 4' - tf^U 150mg(0. 214mmoI) t P S 
-^V^D t'Jl/Xf 5 > 320mg(1.07mmol, 3. 3mmol/g) <D h ;i/X >(3. OmL) m 
miz, Tth^y-bfMnU F 0.07mL £Jn*.fc. ilT 2 0 BSIffliKfl^ 531 
«fc D flU * IR 0 Vifc o MEET JK ^fSl#6tifcM^y'J*Wn7h 

y — ;K5. OmL) l:g§L, 4 ajtifcR^rt^riJ-^SMfc (0. 5mL) * Jn^fc. StfftSBET 
»«t*a5&b*:tfe, ^XfJPx-rJH!2 0ft»lfc o # 5 tlfc^S^^lt > «fc 
t>S*SilO» «aB<b-&« 171mg (JR* : 9 5%) ^aMlilTife. 
1 H -M^^^HiX ^ 9 h ;U (400MHz, DMS0-d 6 ) 6 ppm : 8.45-8.01 (3H, m), 
7.85-7.12 (7H, m) , 5.43 (1H, bs), 4.56 (2H, bs), 4.21-1. 62 (24H, m) . 
faf/WkU^^Z v max cm" 1 (KBr) : 2961, 1748, 1646, 1474, 1439, 1376, 1282, 

1186, 1137, 905, 681. 

^XX^i? hJV (FAB) m/z : 801 ((M+H)\ 7 U — flc)' 
TcSt^WM (C 88 H I7 C1,F 6 N 2 0,£1,T) 

tMSMBC*) : C:54.46, H:4.45, N:3.34, F: 13. 60, CI : 12. 69 
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mMi&(%) : C: 52. 13, H:4.54, N:3.43, F: 12. 23, CI : 11- 83 
m^6& : [aV° = +39.5 (c=1.00, J-)V) 

imUM 2] l-(2-{(2R)-2-(3, 4-^^DD7 l-W - 4 - [ 3 , 

5-tfx (hU7Jl/tD^^) ^>^M t^^U >- 2 --r;i/} xg^;i/) x 

h°n {(2 S) - 2 - [(3, 3 -^^^^y^y-f **zsl} -f >^>- 1,4' 

- 1:^ ij ^ > {m^ik^mmn 2-106 tratt) 

1- (2- {(2R) -2- (3, 4-^7nn7i"JP) -4- [3, 5 - tfX 
(h'j7Mo^^) ^>VW;H ^l^D >- 2 X^;i/) XtfD [(2 
S) -2-hFD^y] -f >^*> - 1, 4' - tf^U >?>150mg(0. 214mmol) £ 3 , 
3 -^^l^^i^ □ U F^ffiViT^M^Il ^IIia^^^StTV^ HfB^^r^ 
143mg OR* : 8 0%) <£ £ iTifcc 

§5^^1RX^ v max cm" 1 (KBr) : 2960, 2658, 2553, 1725, 1647, 1475, 1439, 

1375, 1281, 1240, 1186, 1139, 905, 757, 681. 
"^XX^i 7 hJMFAB) m/z : 799 ((M+H) + , 7'J-#) 

[SH;&S#!j 3] l-(2-{(2R)-2-(3, 4-yi7DD7i-Jl') - 4 - [3 , 

5-tfx (h'J7Mn^?ji/) ^>vV;i/] t^^U >- 2 --r;H x^;io t< 
tfa {(2S) - 2- [(s^ a^\^->;v*;i/^x;i/) :t^>]} -f>^>-i, 4' 
- U s>> Sit ({Fil^biir'-iW-^ 2-110 Sit) 

1- (2 - {(2R) - 2- (3, 4->>^nn^xx;P) -4 - [3, 5-tfX 

( h u 7JPtD/?jV) ^>v*-f ;H ^l/^U >- 2 -<;w x^;i/) xtfn [(2 

S) - 2- kFo^y] ^7^7-1, 4' - tf^U z?> 150mg(0. 214mmol) 
DA^7ijJH7l^niJ Y-ttm^~xnW\ l «t|Wi#{c:MiS^ff ^fB-fb^% 
185mg (» : 9 9%) § b. bTffc. 

#;5«iRX^ v max cm -1 (KBr) : 2933, 2857, 2657, 2477, 1726, 1647, 1473, 

1452, 1440, 1376, 1281, 1246, 1185, 1170, 1138, 1029, 905, 757, 681. 
"77,7,^7 h^KFAB) m/z : 811 ((M+H) + , 7 U — ffi 
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[»$J4] l-(2-{(2R)-2-(3, 4-^n07i-JP) - 4- [3 , 

5-t'x (hU7Mn^f*) ^> W;H i 6;i/*u>-2 — r;w x^;i/) x 

b°n {(2 S) - 2 - [(;* h^r'>T-fe^;l/) ^v-]} -f >^>- 1,4'- fcf^U 
5>> i&mi& (Mw-fb-S-W*-^ 2-111 M£) 

1- (2 - {(2R) - 2- (3, 4-^an7x-JW -4 - [3, 

(h'J7Mn^^) ^>vV;p] *E)V*V >- 2 --r;W xg 1 ;!') xt°n [(2 

S) -2-t Fn^->] -r>^>- 1,4' -tf^U> ? > 150mg(0. 214mmol) h 

^->7tfjV7nu H^jii/i-r^MM i tmmzfcm&ft m&fc&yo 98.omg 

(iK^ : 5 7 %) ^e-fe^S«hbTt#fco 
fc$Vm.VRX^? bJV v max cm" 1 (KBr) : 2930, 2655, 2508, 1749, 1645, 1473, 1457, 
1439, 1376, 1363, 1282, 1186, 1136, 1028, 905, 758, 681. 
TXX^b;MFAB) m/z : 773 ((M+H)\ 7 'J -#:) 

[ilW 5 ] l-(2-{(2R)-2-(3, 4-yi7DD7i-;V) - 4 - [3 , 

5-tfx (hU7Mn/^) ^>W;u] ^i^u >- 2 -- r;w jL=f-)v) x 

En {(2S) - 2- i{i/?u7°u}£)Vti)V-fc~)V) ^->]} -Y>^>-1, 4' 
- tf^ y ^ > Ml (#!i^<fb^#-*f 2-107 ±ti?i&) 

1- (2 - {(2R) - 2- (3, 4-^i7 0D7iXj|/) -4 - [3, 5~EX 

( h y yjv^ra^^-jp) ^>vW;H ^;p*y >- 2 ;w x^;i^) xtf d [(2 

S) - 2 - k Fn4^>] .-f >^>- 1 , 4' - bf^'J *?> 150mg(0. 214mraol) his? 

D7'n/\'>*M>i7nu ^^m^xmmmi hmmizKm^m^ mmt^m 

72.0mg (JR^ : 4 2 %) &efelS*ibT#fc. 

^MX'^ v max cm -1 (KBr) : 2926, 2482, 2406, 1724, 1646, 1473, 1439, 

1392, 1376, 1281, 1172, 1139, 1071, 1029, 905, 758, 681. 
■7X7^7 hJKFAB) m/z : 801 ((M+H) + , 7'J-#)' 

[§*US#!J 6] l-(2-{(2R)-2-(3, 4-^5?DD7x-W - 4 - [ 3 , 
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5-tfx ( h u 7)VJru*^)\/) ^>v/-r;i/] ^;i^u >- 2 — r ;w xfj^ x 

tfn ((2S) -2- {[(^E^afciJ >- 1 — Hr^Yi -i>^>- 
1,4' -tf^U^> -itt±& 2-112 

1- (2 - {(2R) - 2- (3, 4-^^nD7x^) -4 - [3, 5 - t:X 

(h u 7 )VJru ^>v-r;n ^i^u > - 2 --r;W x=p;p) xtfn [(2 

S) -2-tFo^y] -4 >&>-!, 4' - tf^U 400mg(0.57mmol), 2- 
tJl/^U 248mg(l. 71mmol)R^ h 'JX^JPTS > 0. 48mL (3. 42mmol) ©tft-fb^ 

^U>mm 12mL fc, 2k?fraif$nF> N, N-tfX (2-t+y-3-t*if , ;u^ 
;]/) -*X7^>l^niJF 435mg(l. 71mmol)^tX4 - (y^W5/) tf U v 5 
> 7mg(0. 057mmol) ^Jn^., lH^ilS^tfe. KJS^**, &^fDtt*T^ 

*mnTh^77^- (^mM:M^9 : -l/>/^^y-;i/ = 50/l-100/3) 
TiSL, ffifB'fb^r^OXU— # 337mg (JR*S : 7 1%) 

Wetl^*flB'fb'&*©7U — f* 336mg(0. 405mmol) CX^/-J|/ 5mL SiJDATaM? 
U 4iSIM^t+1i->M 0.51mL £ft)^fc 0 RjfeiSFtt* 1 0 ttlBtfkfitTmWls 

ft<o%, mm&m&m&v, ^x^x-tr^^Lfe. ien&is^x-f 

J^i0iT5^U, *K'ffc:'&4fc 341mg (JRJ*5 : 9 3%) ^afiH#tlT#fe. 
^-M^^^RtX^^ h;K400MHz, CD 3 0D) <5ppm : 8.20-7.92 (3H, m) , 7.87-7.20 
(7H, m), 5.70-5.40 (1H, m) , 4.55-1.80 (30H, m) . 

MWWllKT,^? V)V v max cm" 1 (KBr) : 3422, 2928, 2873, 2646, 2551, 2424, 1750, 
1695, 1645, 1473, 1457, 1440, 1376, 1281, 1240, 1224, 1206, 1186, 1138, 1109, 
1098, 1073, 1049, 1027, 905, 757, 681. 
VX^^i' hJKFAB) m/z : 828 ((M+H)\ 
5g*#W« (C 40 H 41 C1 2 F 6 N 3 0 5 - 2HC1 tUT) 

fH|[fig(%) : C:53.29, H:4.81, N:4.66, F:i2.64, C1:15.73 
'■ 0=51.97, H:5.05, N:4.60, F:11.48, 01:15.39 
m^tm : [a] D 20 = +44 . 2 (c = 1.00, *&J—)V) 
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immm 7] 1 - {2 - [(2 r> - 2- o, 4-^dd7i-;w -4 - (3, 
4, 5 - h u ^ h^i/^>v^;w >- 2 — r )vi x^;n xtrn ((2 s) 

-2 - {[(^i/afru >- 1 — f y-fe^jp] a- 3^}) -f>y>-i, 4' - tf^ 
y>?> -Sit («w^3-&«#-4 1-112 2tifi) 

1- {2- [(2R) -2- (3, 4-y^OD7x^) -4- (3, 4, 5- 

h u ^ h 4^>^>v*-r;i/) ^e;i/^u >- 2 ->r;H x~F-;i/} x tf n [(2 s) - 2 - 

hFD^e/] -f>^>-l, 4' - tf^U 9 J> 350mg(0. 534mmol)> 2 -^P* U > 
232mg(l. 60mmolK h U X?^7 5 > 0. 45mL (3. 20mmol) , N, N-tfX (2- 
t^rV- 3-t^D-^'J^^) -*X7^>S^D'J H 408mg(l. 60mmol)> 

4- (y^W^y) tfU >>> 7mg(0. 057mmol) £ffl^T^li^!j 6 tmWzKJfc& 
ffVi, WE-fb-a-* 404mg (JR* : 8 3%) Saftl#iUT#&. 
'H-M^im^niX^^ h;K400MHz, CD 3 0D) <5 ppra : 7.87-7.20 (7H, ra) , 6.70-6.60 
(2H, m), 5.70-5.38 (1H, m) , 4.50-1.80 (30H, m) 

gS^MRJR;*'^ h)V v max cm" 1 (KBr) : 3426, 2936, 2872, 2644, 2537, 2423, 1750, 
1634, 1583, 1505, 1462, 1427, 1415, 1380, 1330, 1269, 1228, 1207, 1125, 1075, 
1026, 1004, 927, 901, 871, 831, 762, 723, 678. 
TXX^i' WKFAB) m/z : 782 ((M+H)\ 
Ttmfrtifm (C 4 ,H, 5 C1 2 N 3 0 8 - 2HC1-1.5H 2 0 tlT) 

ff^{t(%) : C:55.79, H:6.17, N:4.76, C1:16.07 

H?lJHit(%) : C:55.87, H:6.07, N:4.69, C1:16.37 

mytm. ■. [a] D 20 = +39.5 ( C =i.oo, j—m 

l^-mm 8] l-(2-{(2R)-2-(3, 4->?^Dn7i - 4 - [ 3 , 

5- tfx (h'j7Mn/fjw ^>v*-nn ^bji^u >- 2 --r )i} x^;i/) x 
tfn ((2S) -2- {[(4 -t;i/*u >- 4 --r;i/) ^^y-r;i/] ^->}) -f> 

^>-l, 4' -tf^U^> UttS (^j^-fb^%#^ 2-114 2M^) 

1- (2 - {(2R) - 2- (3, 4-y?OD7x^Jl/) - 4- [3, 5 - tf X 

(h'J7;vto/5 1 jv) ^>V^( )V\ ^e;i/^U >- 2 --f ;W x^;i/) xt°n [(2 
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S) -f>^>-l, 4' -tf^U> ? > 212mg(0.302mmol), 4- 

^;I/4nU >M 262mgCl. 51ramol)> h U X^;i/T 5 > 0. 42ml (3. 02mmol) , N, N- 
t: X (2 - t^V - 3 - t^t^U ^-jk) -*X7-f>I^UH 
384mg(1.51mmolK K.L£4 - (^^f^75/) tf U ^ > 4mg(0. 03mmol) £J1 V>T* 

mme tmmizKm^n^, mm^^o i82mg (jk*p : 6 7%) $afia#tbT 
#&. 

ift^MX^ v max cm" 1 (KBr) : 3436, 2927, 2874, 2653, 2558, 2461, 1733, 
1644, 1472, 1457, 1440, 1376, 1282, 1243, 1183, 1138, 1108, 1096, 1028, 981, 
928, 905, 759, 681. 

^XX^MKFAB) m/z : 856 ((M+H) + , 7 U — #0 
imMM 9 3 l-(2 - {(2R)-2-(3, 4-y^nD7x ~ )V) - 4 - [ 3 , 
tfO ((2S) -2- {[(3 -^E^^U >- 4 --f;i/) 7'O/U^'Jl'] ^^r'>}) -f 

>&>-i, 4' -tf^u^> -iti (^!i^-(b-&%#-^ 2-113 2mmw 

1- (2 - {(2R) -2 - (3, 4-^nD7x^) - 4- [3, 5-t'X 

(h u y;^^-D^^;p) ^>vw;n ^;i/*u >- 2 --r;w x=p;i/) xt° n [(2 

S) - 2 - fc KD + v'] -f 1,4'- tf^ 'J^>218mg (0. 311 

mmolh 3 -^;paf?U >7°U ¥#>m. 247mg(l. 55mmol) , hUX^^T5> 
0.43ml (3. lOmmolh N , N-k'X ( 2 - rt^ V - 3 - VU v'XJl/) -$X7 
^>S^D'J F 395mg(l. 55mmolK R Zf 4 - (y^?^75 7 ) tf U V s > 
5mg(0.03mmol)£Jl^-TSi|M$l6 £ |WJ« fcMJ&^fTV^ UUit^m 158mg (JRJp : 6 
3%) §efi@#iUT#fco 

f^MX^ b;i/ v max cm" 1 (KBr) : 3438, 2928, 2873, 2653, 2560, 2458, 1737, 
1644, 1473, 1458, 1440, 1376, 1319, 1282, 1185, 1137, 1110, 1095, 1047, 1028, 
987, 905, 759, 707, 681. 

7X7,^^ MMFAB) m/z : 842 ((M+H) + , 7 U — W) 



i 
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immm 1 o] 1- (2 - {(2R) - 2- o, 4-^dd7i^) - 4 - 

;iO xtfn ((2 s) -2 - {[(2-* h*sO ih^^AM'JH -f 

>?>-!, 4' -tf^u> ? > 2-122 mmm 

1- (2- {(2R) -2- (3, 4-i?i/nD7x-Jl/) -4- [3, 5 - tfX 

(h'j7Wn^^) ^>VW;H ^l^U >- 2 — f;i/} xg=-;i/) xtfp [(2 
S) - 2- kFn^y] >^>-l, 4' - U ^ > 150mg(0. 214mmol) i: 2 - 

#/172mg : 9 6%) ^eMiittifc, 

^^©iRX^^h;V v max cm" 1 (KBr) : 2928, 2481, 2393, 1746, 1646, 1473, 1440, 
1363, 1282, 1266, 1186, 1137, 1027, 905, 681. 
•?7n7n^^ hJKFAB) m/z : 803 ((M+H)\ 7'J-#) 

imMM 11] l-(2-{(2R)-2-(3, 4-^7nD7i-JW - 4 - 
[3, 5- tfX (h'J7Jl/tO/5 1 M ^>V*-f;H ^t/^U >- 2 X^P 

xhd {(2 s) - 2 - [(x h^~>#;i/#x;w ;f^>]} -< >^>- 1,4' 
- t:^ U >>> (#J^Hb-a-'-if#-*§ 2-121 111) 

1- (2 - {(2R) - 2- (3, 4-^7nn7i-J^) - 4- [3, 5-fT, 

(h'J7Wn^^) ^>vW;H ^PsfrU >- 2 --r;W X5^;]/) xHd [(2 

S) - 2- kFn+y] > ^ > - 1 , 4' - U 150mg(0. 214mmol) ixf 

j^dd^m- hzm^xmrnm 1 ^liWc^j&^fr ^> swe^^^i i65mg 

9 3%) ^efiiltUTifco 
fcWWtUX^? h )V v max cm -1 (KBr) : 2927, 2481, 2404, 1743, 1647, 1473, 1439, 
1375, 1281, 1266, 1186, 1 139, 905, 681. 
^XX^f h;KFAB) m/z : 773 ((M+H) + , 7'J-ft) 

Kill 2] 1- (2 - {(2R) - 2- (3, 4 -$>^ on^xx;!/) -4- 
[3, 5-HX (hU7Jl/tD^^) ^>VW;H ^EJl/^U >- 2 --Y;W 
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)V) Xtfn ((2S) -2- {[(2 - 7)V*n) ih^^^fcJW ^v-}) -f 

>^>-i, 4' -ti^u^> 2-123 mmm 

1- (2 - {(2R) - 2— (3, 4-y?nn7i^l/) - 4- [3, 5-tfX 

(h'j7ji/tn^^) ^>vw;i'] ^;i^u >- 2 --ow x^;i/) xtfn [(2 

S) -2-kHD + y] •f>^>-l, 4' - t:^ U 150mg(0. 214mraol) tl? 
jl/7on$JW- h^fflVi-c^JiM 1 tlsifSCS^^tTV^ mmt^m 50.0mg (iK 

2 8%) SSMIiUTifco 
^9VWi.^7,^7 Y)V vmax cm-'(KBr) : 2960, 2481, 2400, 1748, 1646, 1473, 1440, 
1377, 1282, 1267, 1 186, 1 1 38, 905, 873, 681. 

h;KFAB) m/z : 791 ((M+H) + , 7 U — #0 

i^mm 13] l-(2-{(2R)-2-(3, 4-y^DD7i-)H - 4 - 

[3, s-tfx (hU7ji/tn^fji/) ^>vw;n ^i^u >- 2 — r ;w 

xfc°n ((2S) -2- {[(:/n/\°;i^;p) ^ ^^Jl^-Jll -f > 

&>-l, 4' -t°^Uv> ^mtt (Fu^b^S^ .2-124 til) 
1- (2 - {(2R) - 2— (3, 4-i>^n07xZJW - 4- [3, 

(h'j7Wn^fji/) ^>v^;H ^e^afe u >- 2 --f ;w x^;i/) xtfn [(2 

S) - 2- hFn^y] -fy^-1, 4' - U 5? > 150mg (0. 214mraol) £ 7°U 
170mg (JR* : 9 7%) £ fi-fef£fi i: tTffco 

^MX^ WI/ vmax cm-^KBr) : 2925, 2484, 2410, 1750, 1645, 1473, 1439, 
1377, 1281, 1264, 1186, 1 1 39, 905, 681. 
77X^^7 WMFAB) m/z : 783 ((M+H) + , 7 U — #0 

[3feJS09l4] 1- (2- {(2R) - 2- (3, 4-7i/DD7x^) -4- 

[3, 5-t'x (hU7Jktn^^) ^>v*-on ^e;i/*u>-2 — r;i/} x^ 
)V) xt°P [(2 s) - 2 - ({[2 - (x h^r~>^;u^x;i/) x^;p] ^wt^E-ow 
^vO] -r>^>-i, 4' -tf^u^> tarn (^u^^-&®#-^ 2-126 mm 
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m 

1- (2 - {(2R) - 2- (3, 4 -z>i7 D07i^) - 4- [3, 5 - tf X 

(h u y)v^ru^^)v) ^ > y*-r ;n ^i^u >- 2 — r ;w x^io xtfa [(2 

S) - 2- tFn^>] -f >^>-l, 4' - fcf^U 150mg(0. 214mmol) £ P S 
-5M V *?U tf;VX^;UT^ > 320mg(l. 07mmol, 3.3mmol/g)CD h ;H >(3. OmL) |g 
Jfcfc, Ib^^M-JHfMV^7^- h 0.08mL £tra*.fc 0 8 0 o C^ 2 0 H# 

*wnvb^7>f- (^m^:^b^^i/>/^^y-;i/=io/i) 

IL&t, X^y— ;K5.0mL) 4^g^^^i>^^-tJ->^^(0. 5mL) ^liUx. 

S$A+f>j:0»iBIU, SUB-fbB-^ 45.0mg (W: 2 4%) £ Sfifgll £ bT 

1 H - S^m^HlX ^ Z h ;K400MHz, DMSO-d 6 ) <5 ppm : 8.31-7.98 (3H, m) , 
7.88-7.08 (7H, m) , 5.24 (1H, bs), 4.18-1.57 (31H,m). 

^ftffifcJKX^ hJV vmax cnf'aBr) : 2958, 2657, 2564, 1723, 1644, 1525, 1376, 
1282, 1186, 1139, 758, 681 

YXX^i' hJKFAB) m/z : 844 ((M+H)\ 7U-#:) 
Ttmfrffim (C 4 oH 42 Cl 3 F 6 N 3 0 6 tz bT) 

: C: 54. 52, H:4.80, N:4.77, F: 12. 94, CI : 1 2. 07 
mmm(.%) : C: 51. 32, H:4.77, N:5.35, F: 10. 92, CI : 12. 04 
: [a] D 20 = +42. 1 • (c=1.00, J —)V) 

[^Ji^0 15] 1- (2 - {(2R) - 2- (3, A--JZUuy^-M -4- 
[3, (hU7J^D^^) ^>l/<;i/] ^E;]/*U >- 2 

XHD [(2S) -2- ({[3- (X h*zst>)V7£-)V) 7°Dtf;i/] TJJWt^E-f 

;w *^5/)] -r 1, 4' -tf^u> ? > iftttift (^i^'g-^-^ 2-127 ttt 

1- (2 - {(2R) - 2- (3, 4-'^nn7x-;W -4 - [3, 
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(hU y)V^u^^-)v) ^>y-r;p] ^ej^u >- 2 --r;W x^;i/) xt°n [(2 

S) - 2 - t h'D^i/] -f 1 , 4' - tf^U ^> 150mg(0. 214mmol) i:X h 

mmktxm 38. Omg (IR^ : 2 0%) § fi-felSH £ bTifc, 

hJV v max era" 1 (KBr) : 2953, 2655, 2560, 1720, 1644, 1527, 1440, 
1376, 1282, 1185, 1139, 1029, 758, 681. 

MMFAB) m/z : 858 ((M+H)\ ~7 U — #0 

C^IJSM 16] l-(2-{(2R)-2-(3, 4-y^DD7x-JH - 4 - 

[3, (h'J7Mn^fjW ^>i/-r;i/] ^l^U >- 2 --r ;W x^f- 

;10 Xb°n [(2S) -2- (:r3^#;i/A^;]/;t-=^>)] -f>^>-l, 4' - 

t°<uv> mmm (mmfc&mm^ 2-128 mmm 

1 - (2 - {(2R) - 2- (3, 4 -^^7 nn^oi— -4 - [3, 5-tfX 

( h u y;i/^p^^;i/) ^> vV;H ^e;^ u >- 2 x^;i/) xt°o [(2 

S) - 2- kFD+y] ^f>^>-l, 4' - tf^ U 5?> 150mg(0. 214mmol) t. X^P 
;W h^ffi^TSMM 1 4 tlWHH^SJS^fTV^ SfB'fb^^ 68. Omg (i|X 

m : 3 9%) ^fiMltlTflL 

v max cm" 1 (KBr) : 2971, 2495, 2417, 1714, 1645, 1518, 1473, 
1440, 1376, 1281, 1186, 11 39, 1029, 905, 681 
-XTs^Z h )]/ (FAB) m/z : 772 ((M+H)\ 

[Hlfil 7] 1- C2- {(2R) - 2- (3, 4-^DD7x-W -4- 

[3, 5-Hx (h'j7Mn^fji/) ^>v-r;i/] ^e;1/^u >- 2 — r;w x^r 

;i/) XHn [(2S) -2- (X b^>#;l^x;^5P;i^;Wt^;^^>)] 
>^>-l, 4' -tf^'Jy> itmit (^l^-fb^'W-Sf 2-125 

1- (2 - {(2R) - 2- (3, 4-^nD7i-W - 4- [3, 5 - tf X 

( h u 7;wa/f;i/) ^> ^e;p^u >- 2 -i*;w x^;i/) xtfn [(2 

S) -2-hFn^y] -f 1 , 4' -tf^U> ? > 150mg(0. 214mmol) txh 
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fBlbl^ 53. Omg (W : 2 9%) S fi&3SH £ bTUfc. 

v max cm" 1 (KBr) : 2961, 2657, 2562, 1722, 1645, 1521, 1474, 
1440, 1376, 1282, 1186, 1139, 905, 758, 681. 
YXX^i' WKFAB) m/z : 830 ((M+H) + , 7'J-#) 

18] 1- (2 - { ( 2 R) - 2- (3, 7i-JW - 4 - 

[3, 5-tfx (h'j^Mn^^) ^>vw;i/] t^afcu >- 2 — r;w 

Xtfn[(2S) - 2- ({ [N — (2 — fc Fn^yXfJW 

/] r-fe^;i/} sr^) h>^>-i, 4 ' -tr^y>?> -»s 

#^•2-129 2lli) 

[HI^J 18a] l-(2-{(2R)-2-(3, 4 - 5> ^ n D 7 x - ;W - 4 
- [3, 5-tfX (h'J7Mo/fJk) ^>V-i)Vl =E)V&V >- 2 --f )V] X 
5^10 Xtfn 1(2 S) - 2 - (^D^ETir^;!/) sf+S'] -f >^>- 1, 4 ' - tf 

1- (2 - {(2R) - 2- (3, 4->?^DD7i^) -4 - [3, 5 — tf X 

(h'J7MD^f;i/) ^> W;i/] ^I/^U >- 2 — OW x^;v) xtfa [(2 

S) -2-tFD^v'] <>y>-l, 4' -tf^Uv ? > 10. Og(14. 3mmol)ZSLtX h 
'JIf;i/7$> 2.78mL <Dmt*^U>mWz 200mL tC> 7ki£8g#T, :7 n 7 -fe 9\JJ/ 

25/1-20/1) *SBfl5-&* 11.48g (JR* : 9 8%) SefiH*ttt# 

fco • 

^-^lHa^iTs^ h jl/ (400MHz, CDC 1 3 ) (3ppm : 8.20-7. 10 (10H, m) , 5.80-5.30 
(1H, m), 4.65-1.40 (22H, m) . 

#^©1KX^ v max cm" 1 (KBr) : 2974, 1741, 1645, 1473, 1458, 1437, 1375, 

1280, 1185, 1163, 1139, 1109, 1047, 1029, 992, 927, 905, 849, 758, 722, 705, 
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681. 

"7XX^^ MKFAB) m/z : 821 ((M+H) + ) 
imMMl 8 b] l - (2 - {(2R) - 2- (3, 4-y^Dn7x^JW -4 

- [3, 5 -Ex (hU7Mn^fjw ^>vw;H ^aftu >- 2 --ow x 

XEn [ (2 S) - 2 - ( { [ N — (2 - E Fo+yXfJW -N-^;i/7 

mmwn s a-e#e>*ifc i-(2-{(2R)-2-(3, 4-y^DD7i-;w 
-4 - [3, 5 -ex (hU7jwn^fjv) ^>vw;w] ^ji/s^u >- 2 --r;w 
x^;i0 XEn [(2S) -2- C/n^y-fe^;v) ^-^->] -f>^>-i, 4' - 
tf^U^> 200mg(0. 243mmol) CD T"t h-h U ;H§l&fcN - ^ J — )VT 5 

> 60ML(0.75raraol)^*0X> 5 0 °CT 5 B# U 7c, HJ&l&fci&'ft;^ ^ V > £in 

2 -X°nAV-;U=10/l-5/l) (CTltKbX^y-^ 5.0mL 41^11? 

i^^^it>M l.omL ^tp^fco SOT^MEf*u, ^x^;i/x— 2 tm 

^»LfCo#5nfe^S^X-^;V^iP^.T^rxb,ffi?S'fb^r% 39mg(JR^: 18%) 

^-MSt^^ffX^^ MI/ (400MHz, CD 3 0D) <5 ppm : 8.20-7.91 (3H, m) , 7.86-7.08 
(7H, m), 5.72-5. 32 (1H, m), 4. 55-1.65 (29H, m) . 

fcW-m.i\ZX^P h)V v max cm -1 (KBr) : 3344, 2926, 1645, 1474, 1458, 1439, 1376, 
1281, 1186, 1165, 1139, 1109, 1047, 1029, 988, 972, 927, 905, 849, 830, 758, 
722, 707, 681, 623. 

VXX'^ WKFAB) m/z : 816 ((M+H)\ 7'J-#) 

Ttmmnm. (c 39 h 41 ci 2 f 6 n 3 o 5 -2hci itt) 

■ C:52.66, H:4.87, N:4.72 
*?I"Jffi : C:52.72, H:4.59, N:3.73 
mtftm : [aJ D 20 = +36 . 3 (c-1.00, /—)V) 
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mnmi9] 1 - (2- {(2R) -2- (3, 4-^an7i-w -4- 

[3, 5-hx (hU7Mn^^) ^>yV;n ^e;I/^u >- 2 --on 
JW xt!n [(2 s) - 2 - ( { [4 - (7s;a^^-jw bf^u 1 --f ;H 
r-fe^W ^2/) ] -r>^>-i, 4' -tf^U^> rtts ($IS^bi=i-#># 

2-144 2MHifi) 

ili 1 8 aTiSnfe 1- (2-{(2R)-2 - (3, 4-y^DD7i-iW 
-4- [3, (h'J7Mn/fJP) ^>VW;i/] *:)V-fcV>- 2--1 )l) 

JL=?)V) XtfO [(2S) - 2- (^n^ET-fe^;!/) ^-^->] -f>^>-l, 4' - 
tf^U >>> 200mg(0. 243mmolK-f F 86mg(0. 75mmol) £fflV^T^li#!l 1 

8 b ^IWat^jS^ff Vi, ®SBft^% 43mg(«: 1 9 %) ^efil#ttt#L 
^-MM^BJlX^ h;K400MHz, CD 3 0D) <5ppm : 8.20-7.90 (3H, m) , 7.86-7.11 
(7H, ra), 5.73-5.33 (1H, m) , 4.55-1.70 (30H, m) . 

fc$Vm.UX^£7 b )V vmax cm" 1 (KBr) : 3384, 3180, 2929, 2651, 2553, 1750, 
1646, 1472, 1456, 1438, 1402, 1376, 1282, 1241, 1186, 1140, 1109, 1098, 1028, 
952, 905, 757, 723, 707, 682, 637, 622, 543. 

WKFAB) m/z : 869 ((M+H)\ 7'J-#) 
Jtmftffim (C 42 H 46 C1 2 F 6 N 4 0 5 - 2HC1-5H 2 0 iUT) 



ft-^ii(%) : C:48.85, H:5.47, N:5.43 
3*l$!HiI(%) : C:48.61, H:5.23, N:5.27 
m%M : [a] D 20 = +49 .9 (c=0. 80, **?J-)\s) 

[I^Jfi^l 2 0 ] 1- (2 - {(2R) - 2- (3, 4-77nD7i^) - 4- 

[3, '5-Hx (b>J7Mn^fjv) oy-OH ^;v*U >- 2 ;W 

M 7Hn ((2S) -2 - {[(If D U v>- 1 - T-fe^;P] ^->» -f > 

mMM 1 8 a^#Stlfc 1- (2-{(2R)-2 - (3, 4-^^ uuy 

- 4 - [ 3 , (h'J ^;i/^-n^^;i/) ^> i/-f ;H ^t^U >- 2 --OH 
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X=P;V) XtfO C(2S) - 2- (7*Dt7tf;i/) ^-^r->] -T>^>-1, 4' - 
ti^'J 200mg(0. 243mmol) > 3&.tKt: D U 52mg(0. 73mmol) £ffl^TS^M$l 1 8 
biH#fcKJfc*frV^ tlfBlbl=^ 9lmg (JR* : 4 5%) sefiiftiUTftfc. 
^*KRJKX^ h;V v max cm -1 (KBr) : 2955, 2927, 2647, 2555, 2468, 1751, 1645, 
1472, 1457, 1438, 1376, 1282, 1237, 1186, 1138, 1109, 1029, 986, 905, 849, 757, 
722, 707, 681. 

VXT,^ h;KFAB) m/z : 812 ((M+H)*, 7'J-#) 

[^l&$J 21] l-(2-{(2R)-2-(3, 4 -v 5 ^ nD7x-J|/) - 4 - 
[3, 5-tfX (hU7MD^5 1 JV) ^>i/-f;H ^e;!/.^ U >- 2 

Xtfn ((2S) -2 - {[(7if5 i > ? >- i --r;io 7-fe^;H j*-*~>}) 

>^>-l, 4' -tf^Uv> — tttlfeitt (M^b^S-^ 2-141 2«t) 

1 8 aT#Btl7t 1 - (2 - {(2 R) - 2- (3, 4-77nn7x"M 
-4 - [3, 5-tfT. (b'j7)^D^^;H ^>V'-f;i/] =E)VftV > - 2-^( 
X^;j/) 7t*D [(2S) - 2- (7*Dtr < b5 ; ;i') ^=\^>] <>^>-l, 4' - 
tf^U -Jy 200mg(0. 243mmol),RtKy-tf^^> 52mg(0. 75mmol) &m^xmMiM 1 8 
b tmmz£.J&&ft a?B3-fb-&«3 37mg (JR* 1 7%) §Sfe@#:ibT#fc 0 
#^®i|XX^^7 h;i/ v max cm" 1 (KBr) : 3402, 2930, 2658, 2574, 2414, 1752, 1645, 
1560, 1473, 1438, 1376, 1281, 1238, 1186, 11 39, 1109, 1098, 1078, 1029, 985, 
949, 905, 758, 722, 707, 681. 

■?7X^^ bJKFAB) m/z : 798 ( (M+H) \ 7'J-#) 
[|*l«!|2 2 3 1- (2 - {(2R) - 2- (3, 4 -y7 nn7x^Jl/) - 4- 

[3, -5-t?7. (hU7jvtn^) ^>W;v] ; e;i/5}sU>-2 — r;w x^ 

)V) XtfD [(2 S) - 2 - ( { [4- (b FD^^/fW tf^u >>>- 1 --r^] 

T-tr^;i/} ^-^» ] <i>y>-i, 4' -k^us?> (mmk&mm 

^•2-145 2M.MW.) 

mtMm i 8 aTnenfc 1 - (2 - K2R) - 2- (3, 4 -^^n d7x-m 
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-4 - [3, 5 -EX (h'J7^tn^f^) ^>VW;H ^l/JfcU >- 2 

x^;v) xtfn [(2S) -2 - (^a^ytfjl/) -f>^>-i, 4' - 

U^iJi>> 200mg(0.243mmol) , RT*4- (tFo^^^fJH tf ^ U 3? > 
96mg(0. 75mmol) £ffl^T|J|M#!j 1 8 b iimWzfcJfa&frlt*. mfcfc&yj 58mg (JR 
$: 26 %) ^e«tlt#L 

#^*KX^ vmax cm" 1 (KBr) : 3374, 2927, 2876, 2650, 2552, 1751, 

1645, 1473, 1457, 1439, 1405, 1376, 1330, 1281, 1241, 1186, 1164, 1138, 1109, 
1075, 1040, 1028, 1001, 985, 949, 905, 757, 722, 707, 681. 
"?XX^^7 h)V (FAB) m/z : 856 ((M+H)\ 7>J-#) 

mMM2 3l 1- (2 - {(2R) - 2- (3, 4-^nn7i=JW -4- 
[3, 5-fcT* (h'J7MU^f^) ^>V-i > ;p] tWJ >- 2 --f ;W 

;10 Xtfn[ (2S) -2- ({ [N— (2-lh + ^>lfjW 

Tir^W ^r^-iy) ]-f >^>- l , 4' -tf^U^> — ^Mlfi (M^fb£r^#-^ 

2-130 2±^M^) 

HWU 8 aT?»Sttfcl - (2 - {(2R) - 2- (3, 4-y^DD7x^) 

-4- [3, 5-tfx (hU7jvtn^fjv) ^ > i/-r ^i^u >- 2 --ow 

xg^lO xtfn C(2S) - 2- (7nt7tfJW 3* 3^ 3 -r>y>-l, 4' - 
tf^Ui^> 200mg(0. 243mmolK RlN*2 - X h + yXf > 105 At L (0. 75mmol) 

^ffiV^T^JI#!l 18b £.mmzKffc&ff\,^ mmib&m 68mg (JR* : 31%) £fi 

gfc^URJR;*^ h;i/ v max cm" 1 (KBr) : 3372, 3068, 2928, 2653, 2552, 1751, 1645, 
1473, 1457, 1439, 1406, 1376, 1280, 1241, 1186, 1138, 1109, 1076, 1028, 987, 
905, 758, 681. 

777^;? h)KFAB) m/z : 830 ((M+H) + , 77 U — W) 
KMI2 4] 1- (2 - {(2R) - 2- (3, 4-y^DD7iXJl/) -4- 

[3, 5-Hta ( h U 77^^-n^^;i/) ^>y-r;p] ^e;!/* u >- 2 --r ;w 
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)V) Xh°n [(2 S) - 2 - ({[4- (2 - 1 Fn^i/xfJW H^U^>- 1 
#■^2-146 2i£mm) 

■ mmm 1 8 a7?#e>nfc 1 - (2 - K2r> - 2 - o, 4 ->?^nD7x^) 
-4 - [3, (h'j7^n^fi) ^>v*-f;n ^eji/tku >- 2 --r;i/} 

x^JV) xt°n C(2S) - 2- (^Dt7t^) ^"^->] -<>y>-l, 4' - 
tf^ij j?> 200mg(0. 243mmol),]W4 - tf^'J i^>X^ / — )\, 92mg(0. 75mmol) 
^Til« 18b tra«teSJK*ff Vi, SIB^*/ 48mg (JR* : 21%) 

aS^BKJRX^ v max cm"' (KBr) : 3372, 3068, 2928, 2653, 2552, 1751, 1645, 

1473, 1457, 1439, 1406, 1376, 1280, 1241, 1186, 1138, 1 109, 1076, 1028, 987, 
905, 758, 681. 

Ml/ (FAB) m/z : 870 ((M+H)\ 7'J-#) 

[*«!J 25] l-(2-{(2R)-2-(3, 4 -2? 27 Dn7x^Jl/) - 4 - 

[3, 5-tfx (hU7Mn^^) ^>vw;i/3 ^;i/tku >- 2 --r;i/} 

)!/) XtfP ((2S) - 2- {[W77°nt>75 7) X-t^;i/] =t*>-}) -r>^ 
>-l, 4' -b°^U> ? > (Ww-fb"&*#-«* 2-184 2M) 

miMM 18 a-Zrt#£>tlfc l - (2-{(2R)-2 - (3, 4-^Dn7x^k) 

- 4 - [ 3 , 5 -hx ( h u 7)is*u*?-)V) ^>y-f ;u] ^;i/*u >- 2 ~-r;w 
x^;i/) xtfn [(2S) - 2- (7nt7t?;W ;t=*^>] -f >^>- l , 4' - 

k°^D 200rag(0. 243mmolK Rtf 2 -y°n > 64 /zL(0. 75mmol) &J1^T 

hjs^j i 8 b £mu\z%.m*?7^. mmib&m somg (w : 24%) sefis^t 

#^^1RX^^ u max cm" 1 (KBr) : 3400, 2931, 2664, 2569, 2423, 1752, 1645, 

1473, 1458, 1439, 1376, 1320, 1281, 1240, 1207, 1186, 11 39, 1 109, 1098, 1075, 
1129, 905, 707, 681. 

•777^7 hJKFAB) m/z : 800 ((M+H)\ 7'J-#) 
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6] l-(2-{(2R)-2-(3, 4-y^nD7i-JV) -4- 

[3, 5-tfx (h^^n^^) ^<>y-r;H ^e;I/^U >- 2 --r;i/} 

)V) X tf a [ (2 S) - 2 - ({[If X (2 h^^^^JV) 75/] T^L^M * 

mm) 

|J|M#IJ 1 8 aT#£>tlfc 1 - (2 - {(2 R) - 2 - (3, 4-y?nD7xXjP) 

-4- [3, 5-tfx (bU7Wn^^w ^>vw;n ^i^u >- 2 --r;w 

x^JV) Xb°n [(2S) - 2- (7n^7t^) :*-^>] -r>^>-l, 4' - 
tf^U$^> 200mg(0. 243mmolK R. H X ( 2 - h ^ ~> 3: ^ ) 75> 
97A6L(0.75ramol)^ffl^T*MM 1 8 b <h IWjiHc^jS^fr^ ^fB^-g^ 74mg (iR 
s|S : 3 2%) §afe@#ilT#fco 

5$^^JKX^ v max cm" 1 (KBr) : 3407, 2931, 2652, 2527, 2424, 1751, 1645, 

1473, 1458, 1440, 1376, 1282, 1240, 1223, 1187, 1 164, 1137, 1028, 989, 905, 
757, 707, 681. 

TXX^ WKFAB) m/z : 874 ((M+H)\ 7'J-#) 

\MM.m 27] 1- (2 - {(2R) - 2- (3, uy^-jV) - 4 - 

[3, 5-HX (b'J7J^n^^) ^>VW;H ^J^U >- 2 -<i M Xf 
;W X tiD {(2 S) - 2 - [(^^^^WIO *-^~>]} -f 1,4'- 
tf^U tMJ ^Ai& (^ij^b 2-147 ^-h'J 7AI) 

mmM27al 1 - (2 - {(2 R) - 2 - (3 , 4-^^DD7xXJl/) -4 

- [3, 5-tfx (hU7^n^fjp) ^>vw;p] t^^u >- 2 --f ;v> x 
5^;i/) xtfn [(2 s) -2- (t -t/h^>#;i^x:;i^ -i l, 

1- (2 - {(2R) - 2- (3, 4-^^DD7x'XJV) -4- [3, 5 - t?X 

(h'J7Mn^^) ^>iAf;i/] ^l^U >- 2 --r;M xtfo [(2 

S) - 2 - h Fn^v'] -f >y>- 1 , 4' -K^'jy> 5g(7. 13mmol)*T- h 9 fc 
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F n 7 7 > 6mL ^K^T^U^A HX ( h U ^?JVy U^) 75 F 

(0. 5mol/L h)V^>mm 21mL(10. 5mmol) § 1 0 tfT^T Lfc 0 ^tC^Tl 0 frWt 
#f7*D€lt t -y^;i/1.58mL(10.7mmol)^Sa^feo MTl O^JE^M^ 

M ^->UA^^D7h^7 7^- (}§£BME : ftSifJP/ n - ^ ^ > = 4/l) 
KT»«lx«|Bft'&*3.45g (JR* : 59%) 

^-MH^^nfX^^ h;K500MHz, CD 3 0D) 5 ppm : 8.34-7.98 (3H, m), 7.78-7.03 
(7H, m), 4.52-4.33 (1H, m) , 4.15-1.65 (22H, m) , 1.39 (9H, s) . 
aS^ffifcJRX^ h)l v max cm -1 (KBr) : 2926, 1749, 1646, 1473, 1375, L 280, 1137. 
?XX^7 h )V (FAB) m/z : 815 ((M+H)\ 7'J-ft) 

l^MM2 7b] 1- (2 - {(2 R) - 2- (3, 4-^Dn7i X7P) -4 

- [3, 5-ifx (hU7;^o/^) ^>v^;p] ^e;I/jKU>-2 --r;W x 
5^10 Xt!D |(2S) - 2- [(*;P#^5/^5 i ;i') *^->3) -r>^>--i, 4' 

mmm2 i a-cmzntc 1 - (2 - {(2 r) - 2- 0, 4-y7nP7i^) 
-4- [3, 5-tfx ( h u yfr-tnt^fr) ^>vw;n ^t^u >— 2 --r ;w 
x^;i/) xt°p C(2S) - 2- ( t -:/h^>#;i/^x;v^ h=^»] -f>y>- 

1, 4 ' - tf^U S>> 7.5g(9. 19mmol)£ii'fb;*3^> 75mL fc»Hl/, 90%hU 
7 D n»K*»* 75mL * 5 ^Wbfe. MLfcT 2 B#ffij«#&, MffiTM 
SSSlfc, #6tifcBSS#^x^;Kci#®b, 7jc, fiSfP^m7jcTJK^^#b^ 
TKW^- h U 7AT«Lfc. i*ffiT***&«*b*aBrt;£* 6.5g (JRa* : 9 6 %) 

^-M^^^ffX^^ h;K500MHz, CD 3 0D) <5ppm : 8.20-7.90 (3H, m) , 7.86-7.10 
(7H, m), 4.55-1. 55 (23H, m) . 

fcWWL^L^^Z V )V v max cm" 1 (KBr) : 2930, 1726, 1645, 1474, 1376, 1 281, 1138. 
■?7X^7 h)KFAB) m/z : 759 ((M+H) + , 7'J-#) 
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[*lM2 7c] 1- (2- {(2R) -2- (3, 4 - ^7 n P V X -4 

- [3, 5-tfx (h'J7Mn^?ji/) ^>^-f;H ^jl^u >- 2 --f ;W x 

xtfn {(2S) - 2- [(*;i/^^r->^^;i') ^^j"} -f>^>-l. 4' 

7 bT?#Sn7t 1 - (2 - {(2 R) - 2 - (3 , D7i^W 

- 4 - [3 , (h'J 7)VJrU*^)V) ^>VW;V] ^P^U >- 2 

x^;v) x tf n {(2 s) - 2- [(a^a^S/j*^) ^v-]} -f >^>- 1 , 4 ' 

- tf^U *?> 300mg(0. 39mmol) £ 1 :H^7.kgHbx h U ^AtK^IS 1 5mL {C^^b, B£ 
m: 4 4%) §eMitl/T#fe. 

iH-mmM.^HiX^P h;K500MHz, CD 3 OD) 6 ppm : 8.34-7.98 (3H, m) ; 7.79-7.01 
(7H, m), 4.59-4.42 (1H, m), 4.21-4.05 (2H, m) , 3.96-2.83 (10H, m) , 2.70-1.60 
(10H, m). 

h)l vmax cm" 1 (KBr) : 2922, 1645, 1615, 1280, 1138. 

YXX^^ h^KFAB) m/z : 759 ((M+H)*, y ' J — #0 

7C3H##Hfi (C3 6 H 33 Cl 2 F 6 N 2 Na0 5 -4H 2 0 tLT) 

!t»{g(%) : C: 50. 65, H:4.84, CI : 8. 31, F: 13. 35, N:3.28, Na:2.69 
^mm(%) : C: 50. 59, H:4. 32, CI : 7. 94, F: 13. 07, N:3.36, Na: 3. 63 

mytm ■. [ay° = +43.4 00.50, 

LMtMWi2 8] l-(2-{(2R)-2-(3, 4 - V 9 P D7x- )V) - 4 - 
[3, '5-t'X (hij7JWD^^) ^>^/-OH ^l^U >- 2 — -OW X5P 
;i/)XtfP{(2S)-2-[2- (^Ei^'J >-4 --r;i/) - 

^>^>-i, 4' -t°^u>?> (Mmit&mm^ 2-156 ttt) 

SHj&tM 2 7b Stlfc 1- (2 - {(2R) - 2- (3, 4-$>^PPy xx;i/) 

- 4 - [3 , 5-h'X (h'J 7 fyjru *^)V) ^>vw;n >- 2 --r;w 
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x^;i/) x tfn [(2 s) - 2 -ZDitf*^* h^>] -f l , 4 ' - tf^u 

300mg(0. 39mmol) ^±t'fbp<^l/> 5mL U^b3^x;i/ 57mL(0. 79mmol) 

^^jp^fco y/^*M7 5 H* lflSJD*., MKT 2 f«Jfd$ Lfc 0 Mffi~Fi§ 
I^ISL, #S*lfc?jm£i£fl^5Pl/> 5mL ^t^;!/* u > 

103m L(l. 18mmol)&SPX.fco MKT 2 R#FMM^ 7jc> tSfrJA^KTli 

b^^y^-- (^m^^:±t^^^i/>/^^y-;i/=9/i) i:x«fiL, i - (2- 

{(2R) -2 - (3, 4 -^i?nn7i^JI/) -4- [3, 5 - H ^ (h'J7M 

p^f;W ^>v^;H ^i^u >- 2 --r;W x?^) xt'n{(2S)-2 - [2 
- (^e^^u >- 4 --r;i/) - < >^>- 1 , 4 ' - t°^u 

S^>£ 105mg : 32%) #fco 

#&nfcl- (2 - {(2R) - 2- (3, 4-^^DD7iXJV) -4- [3, 

5-tfx (hU7Mn^5 l ;i/) ^>y-r;v] -^e^^u >- 2 --r;p} xg^) x 

t°n {(2S) -2- [2- (^E;i/^'J >- 4 -2-^Vlh+y]} -f 
4' - tf^'J >?>^X^y-;V 4mL 4^^-«v : ^^it 
> 0. 5mL £UP7tfc 0 ^x^H-rJl'T 2 EMfciBLfc. #6 

tlfc^&^s^l7->«k DS^ll, SSa-fb^ 70mg (JR* : 6 4%) 

^-^am^HlX^^ h;K500MHz, CD3OD) <5ppm : 8.35-8.00 (3H, m) , 7.85-7.08 
(7H, m), 4.37-1.58 (31H, m) . 

m^mqZT,^? h)U vmax cm" 1 (KBr) : 2923, 1650, 1437, 1375, 1280, 1138. 

WMFAB) m/z : 828 ((M+H) + , 7>J-#) 
7C*^*f« (C 40 H 42 C1 3 F 6 N 3 0 4 - 3H 2 0 ill) 

ft#{fi(%) : C: 52. 27, H:5.26, CI : 11. 57, F: 12. 40, N:4.57 

mMm(%) : C: 52. 56, H:5.05, CI : 12. 14, F: 12. 67, N:4.70 
M%m : [a] D 20 = +52 . 2 (c=0. 50, *2J—)V) 

l^kW\2 9] l-(2-{(2R)-2-(3, 4-^DD7x-M - 4- 
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[3, (h'j7Mn^^) ^>w;v] ; e;v*u>-2 — r;w x^ 

Xh°n [(2S) -2- (2-75y-2-t^VXh + y)] -f>^>-l, 

4' -tf^Ui^ 111 (M^-fbi=r%#^ 2-150 ttt) 

1- (2 - {(2R) - 2- (3, 4-> ? ^nn^3i^;i/) -4- [3, 5 -EX 

(hU7JWn/^) ^>vw;v] ^&;i/#u >- 2 — ow x^;io xtrn c<2 

S) - 2 -^^^^5/^ h^->] -T>y>- 1,4' -tf^U^^SOOmgCO.Sgmmol) 
<h T > ^6 X X 7K 2. 5mL &m^xmMM2 8 £ IWiai^SJS <Ht ^ 162mg 

mm : 52%) ^a-&isai:bT#/to 

^-^It^&titX^ b;]/ (500MHz, CD 3 0D) Sppm : 8.32-7.98 (3H, m) , 7.87-6.88 
(7H, in), 4.30-1.53 (23H, m) . 

fc^uAVRX^Z hJV vmax cm" 1 (KBr) : 2928, 1645, 1438, 1376, 1280, 1137. 

"7X7,^^ Ml/ (FAB) m/z : 758 ((M+H)\ 

TUmfrffim (C 36 H3 6 Cl3FeN 3 0 4 -4H 2 0 tbt) 

§tHMit(%) : C:49.87, H:5.11, CI : 12. 27, F: 13. 15, N:4.85 
mmm(%) : C:49.84, H:4.81, CI : 14. 91, F: 13. 70, N:4.83 

mytm [ay 0 = +55.5 (c-o. 50, 

»I«3 0] 1- (2 - {(2R) - 2- (3, 4-^^nn7i-M -4- 

[3, 5-Hx (hU7JVta^fJW ^>W;H ^l^U y- 2 --f ;W 

;P) Xfcfn {(2S) -2- [2- (N, N-y7fjl/75;) - 

->]} -r>^>-i, 4' -bf^u>?> m (#y^b-£-^#-5# 2-151 mmm 

1- (2 - {(2R) - 2- (3, 4-i?>7UU~7 x.~)V) -4- [3, 5 - 

(h U 7JWo^?)V) ^>v^JH ^e;I/*U >- 2 --f ;W x^j]/) xtfn {[(2 

S) - 2 -^j;i/#^->^ h^r~>]} -f 1,4'- t°^U 300mg(0.39mmol) 

^ 166mg OK$s : 5 1%) £ t. LT#fc 0 

^-^r^^^HlX^^ h;i/ (500MHz, CD 3 0D) <5 ppm : 8.34-8.30 (3H, m) , 7.85-7.05 
(7H, m), 4.31-1.58 (29H, in). 
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^MRJRX^ hJV vmax cm" 1 (KBr) : 2929, 1650, 1439,- 1376, 1280, 1137 
^XX^hJKFAB) m/z : 786 ((M+H)*, 

jtm'Amm. (c 38 h 40 ci 3 f 6 n 3 o 4 -2h 2 o tit) 

Ht^fi(%) : C: 53. 13, H:5.16, Cl:12.38, F: 13. 27, N:4.89 
*$!Hfi(%) : C: 53. 37, H: 5. 75, C 1 : 13. 39, F: 12. 96, N:4. 60 
M%M : [a] D Z0 = +49. 1 (c=0. 50, *$J-M 

immm 31] 1- (2 - t(2R) - 2- (3, 4-i?^Dn7i-w - 4 - 
[3, 5-tfx (hU7^to^5 i ii') ^> . t;^u >- 2 --r ;h x^f- 

;V) XtfP ((2S) - 2- {2- [fcfX (2-kFD^->X^) 75;] - 2- 
2-153 2*ttl) 

1- (2 - {(2R) - 2- (3, 4-^7n07x-JV) - 4- [3, 5 - tfX 

(hiJ7Jl/tD;fJl/) ^>vV;H ^eji^U >- 2--f x^;p) xtfn [(2 
S) - 2 -^J^^^i/^ -f 1 , 4 ' - tf^U 300mg(0. 39raraol) 

t'7x^y-Jl/7 5> 113mL(1. 18mmol) ^JlV^T^MfU 2 8 h IUi£ fc^JfcSfr 
^fB^-^%87mg <JR*S : 2 5%) £ S-fe^il t LT#fc 0 

^-^M^^RtX^^ h;i/(500MHz, CD 3 0D) <5ppm : 8.33-8.01 (3H, m) , 7.85-7.06 
(7H, m), 4.41-1.58 (31H, m) . 

fc^W.VR7,^? hJU v max cm" 1 (KBr) : 2683, 1753, 1645, 1439, 1376, 1281, 1136. 
h;KFAB) m/z : 846 ((M+H)\ 7'J-#) 

Ttmmnm (c 40 h 45 ci 4 f 6 n 3 <v4h 2 o tit) 

Wc9tm.{%) : C:48.45, H:5.39, CI : 14. 30, F: 11. 49, N:4.24 
m'Mm (%) : C:48. 51, H:4.99, CI : 15. 23, F: 11. 77, N:4. 28 
MJtm. : [a] D 20 = +45 . 8 (c=0. 50, J-)\>) 

[*W!i3 2] 1- (2 - {(2R) - 2- (3, 4-^nD7i^) - 4- 

[3, 5-trx (K'J7Md;^I/) ^>v*-f;n ^;p^u >- 2 --oh x^f- 
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)V) Xtfn ((2S) -2- {[N- (2-tFn^->IfW -N-^^;i/T^7] 
-2-^VXh^y})^>^>-l, 4' -tr^u^> Sit (i^^if 

-st 2-155 itm*!) 

1- (2 - {(2R) - 2- (3, 4-J>^DD7x^JW -4 - [3, 

(b y y^u^^jv) ^>W;i/3 ^e;i/^u >- 2 — r;k} xg 1 ^) xtfn [(2 

S) - 2 -T 1,4'- tf^U 300mg(0.39mmol) 

t2- (/fA75;) X^y— ;i/ 95mL(1. 18mmol) ^m^^X^MM 2 8 ilHtSfC 
R/fc£?T</^ mmit&W 162mg (JR* : 4 8%) ^e&ISir tbtifc. 
^-^St^^HtX^^ b;]/ (500MHz, CD 3 0D) <5 ppm : 8.31-7 .99 (3H, m) , 7.88-7.06 
(7H, m), 4.40-1.55 (30H, m) . 

mW-V&i&X^P Ml/ v max cm" 1 (KBr) : 2928, 1753, 1647, 1473, 1438, 1376, 1280, 
1137. 

Y)\/ (FAB) m/z : 816 ((M+H)\ 7'J-#) 
jtm^mm. (C 39 H 41 Cl 2 F 6 N 3 0 5 - 4/3HCl-3H 2 0 tit) 

gt^ffiU) : C: 50. 95, H:5.30, CI : 1 2. 85, F: 12. 40, N:4_57 
mmm(%) : C: 50. 63, H: 5. 13, CI : 13. 77, F: 13. 05, N:4-49 
: [a] D 20 = +50. 3 (c=0. 33, M?J—)V) 

l^Mm 33] l-(2-{(2R)-2-(3, 4-^DD7i-W - 4 - 
[3, 5-Hx (b'J7Mn^^) ^>V-r;H ^E^^U >- 2 -<;i/} X5 1 
Xfc°D ((2S) -2 - {2- [N- (2 -t HD^i/X^) 75/] -2- 
WXh^>})-f>^>-l, 4'-tf^U> ? > &ggtt (^^-fh;^**^ 2-154 

1 -• (2 - {(2R) - 2- (3, 4-i?^on7xX;i/) -4 - [3, 5 - If 7s 

(hU7;i/tn^^) ^>w;p] ^;p^u>-2 — om x^r;io xtfn [(2 

S) - 2 -tUUtf^zs* h^->] -f >^>- 1,4' - If ^tj 5>> 300mg(0.39mmol) 
tX^;-Jl/75> 71mL(1. 18mmol)*ffi^T5IB^!l2 8 iummzK^fr^, U 
mit^'W} 142mg (JR$8 : 4 3%) £ 6 -felt H b. bTWco 
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'H-tll^iX^^ MK500MHZ, CD 3 0D) <5 ppm : 8.33-7.98 (3H, m) , 7.86-7.08 
(7H, m), 4.32-1.53 (27H, m) . 

hlV vmax cm-'CKBr) : 2928, 1647, 1439, 1376, 1280, 1137. 
^7*7\^y MKFAB) m/z: 802 ((M+H)\ y U — #0 

%mmnm. (c 38 h 40 ci 3 f 6 n30 5 - 3h 2 o tix) 

: C: 51. 10, H:5.19, CI : 11. 91. F: 12. 76, N:4.70 
$kmW.(%) : C-51.00, H:4.95, CI : 1 2. 76, F: 13. 00, N:4.72 
mytm : [a3 D 20 = +58.4 (c=0. 50, *9 J—)V) 

[^JKfll 3 4 ] 1- (2 - {(2R) - 2- (3, 4-^DD7i-M - 4- 

[3, 5-fcfx (h'J7^tn^wi/) ^>V^)V\ ^rji/^U >- 2 ~f;W xf 
x tin {(2 s) - 2 - [2 - (tXUy> - 1 )V) - 2 - ^Vih + y]) 

-f>y>-i, 4' -tf^u-^> m.wtm. m^it^mm^ 2-157 mstm.) 

1- (2-{(2R) - 2- (3, 4-^Dn7i-JW - 4 - [3, 5 - tfX 

(hU7ji'tD^5 1 ;v) ^>vv;n t^jfru >- 2 --r ;w x^;p) xtrn [(2 

S) - 2- tFD + y] -f >^*>- 1 , 4' -t!^U> ? > 300rag(0.43mmol) t tf^. 
Uv> 119^L(1. 18ramol) £JB V^THMfiJ 2 8 i: mMlZ fcfc&ff U» ^f2{b^t) 
168mg (W : 5 0%) ^eMIiLTifc. 

^MX^ v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 

1139. 

VXX^ WKFAB) m/z : 831 ((M+H) + , 
[^Iffifll 35] l-(2-{(2R)-2-(3, 4-^^DD7i-JW - 4 - 

[3, -5-tfx (hU7Ma^fjw ^>vv;p] 2 --r;w 

71/) XtfO [(2S) -2- (2-kFD^->Ih4y)] -f>y>-l, 4 ' - fcf 

^u^> ist m^t&mm^ 2-159 «d 

[*JS$I3 5a] l-(2-{(2R)-2-(3, 4-y^DD7i-JW - 4 
- [3, 5-tfX (h'j7Jl/tO^^V) ^>W7I/] ^^tKU >- 2 X 
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^)V) xt°n [(2S) -2- (2-kHn^5/ih^i/)] -f l , 4' - 

mMM2 7 bT?#5nfcl - (2- {(2R) - 2- (3, 4-^^DD7i^) 
-4- [3, (h'J7Mn^^) )V] ^Jl* U >- 2 --f ;W 

x^;p) xtfa [(2 s) - 2 -#;i^^>p< h4^>] -t>?>- 1,4' - tf^U 

3g(3.95mmol)^^ h^b Fn77> 30mL 7k.}£T# 5> > - h ^ t 

F!7^>#g#:(lmol/L fh7kF077>i» 5. 9mL (5. 9mraol) & 1 0 #*>t*TiSf 

Tufco tr^tt? 3 o frmmit, &m. \zmvi mmmw bfe 0 7jc& jd a ^ x >^ u 

MiSiXfj^^;-;^ 100/2) fcT»»U«Bft-&« 2.1g(JR*: 7 1%) 

x H-m$,n.$kmX^?7 b)V (500MHz, CD 3 0D) <5 ppm : 8.20-7.90 (3H, m) , 7.82-7.06 
(7H, m), 4.40-1-42 (25H, m) . 

aS^fflfcJRX^ hJV vmax ci'(KBr) : 2924, 1645, 1473, 1375, 1281, 1139. 
YXX^f MKFAB) m/z : 745 ((M+H) + , 7'J-#) 

[*J£F(I3 5b] 1- (2 - {(2R) - 2- (3, 4-^DD7xXjW -4 

- [3, (h'J7;i/tn^fjw ^>vW;H ^i/jfcu >- 2 --r;w x 

9^;i/) Xtfa [(2S) - 2- (2-hFn + '>ih^^)] -f>^.>-l, 4' - 

mMM3 5 aTT#6nfcl- (2 - {(2R) - 2- (3, 4-77na7i^) 

-4- [3, 5-hx (h'j7;wo^?jw ^>y-f;p] ^e^^u >- 2 --r;w 

X5P;K> Xtfn C(2S) -2- (2-th*D + ->Xh + y)] -f>^>-l, 4' 
-tf^U>?> 300mg(0.4mmol)£X^/ — )V 6mL tC^?b> 4 ^^m^^^rit > 

o.5mL ^ip^.fe 0 MffiTM£M*u ^x^^x-^-^t^ m^^bfco 

fe^S^^\^it>J:DS^ab, mmik&m 215mg («: 6 8%) 
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*H X^i? h)V (500MHz, CD 3 0D) <5 ppm : 8.31-8.00 (3H, m) , 7.85-7.05 
(7H, in), 4. 20-1. 50 (25H, m) . 

atfWftJRX^ h )V vmax cm-'(KBr) : 2928, 1645, 1438, 1376, 1280, 1137. 

VXX^ MKFAB) m/z : 745 ((M+H) + , 7U-#) 

%Mfrffim. (C 36 H 37 C 1 3 F 6 N 2 0 4 • 2H 2 0 tlT) 

tfJHSOO : C: 52. 92, H:4.93, CI : 13- 02, F: 13. 95, N:3.43 
^mm.(%) : C: 52. 61, H:4. 70, CI: 12. 68, F: 14. 22, N:3. 48 

mytm : [a] D 20 = +43.3 (c=o. 50, *?;-)\>) 
mmm 36] 1- (2 - {(2R) -2- o, 4-^^nD7i-;w - 4 - 

xt"o {(2S) -2- [2- (^e;1/^u >- 4 --r;i/) i^^y]} -i>y> 

- 1 , 4 ' - t?^U Hit! (#!l^fb"&^#^- 2-166 2 ±&M^) 

3 5 bT#e.ri7t 1- (2 - {(2R) - 2- (3, 4-y7nD7i^W 

-4- [3, 5 -ex (hU7Ji/tn^fjw ^>vw;w] ^;p^u >- 2 --r ;n 

x9^) xtfn C(2S) -2- (2-tFn^>If^y)] -f>^>-l, 4' 
_tf^tjc?> 200mg(0. 27mmol) £^/fb;*^^> 4mL h'JxW5> 
56£iL(0.4mmol)£tPX., tK^T^ ^ XJl^ u U F 27^L (0. 35mmol) £:iiP;^ 

ifiHT3 0^«Lfc. SiS^^TK^iPX., m^^^i/»S*7K*5=fctKlSfn^ 

S^^^^;VT-fe h7S H 6mL MltTRiii^ h U 34mg(0. 35ramol) > 3 

^{b*U^7A 66mg(0. 35mmol)> RO^E^U > 35 ^ L (0. 35mraol) &1m%- 8 CCKIT 

x^;i/B 7k> ^fP^m7K-Tr}ii^^#b, «tK«^- h U ^A«IL 

l/>/^37/-;P = 9/l) CTifiL, 1- (2- {(2R) -2 - (3, 4-i^D 
P7i^) -4- [3, 5-t:X (h'j7J^D^^) ^>VW;H ^Er^^U 
>- 2 X^;i/) 7Hn {(2S) - 2- [2 - (^EJl^U >- 4 - )V) X 
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h^>"]} -i >■?>-!, 4' - t°^U >?> 125mg (JR* : 5 7%) 
iSnfcl- (2- |(2R) -2- (3, 4-^DD7i-W -4- [3, 

5-hx (h'j7MD^^;i/) ^>v-r;n ^i^u >- 2 — r;w x3\/io x 

tfn {(2S) -2- [2- (qE;i/*U >~4--f )V) Xh^r->]} -f >^>- 1 , 
4' - tf^U 125mg(0. 15mmol)£x^y — )V 3mL 4^^-^^^^" 

^it> o.5mL *jpx.feo «ET«§^i, > ? x^;vx-^;i/-e2ni^^ufeo 

^Sftfc&&£^1*>«k0f?i|gilU «fla-ffc:-&* 97mg (JR*: 7 4%) 

1 H-J£?8^f;R&;*^# h;i/(500MHz, CD 3 0D) 5 ppm : 8.35-8.01 (3H, m), 7.88-7.08 
(7H, m), 4.29-1.60 (33H, m) . 

ffiW-mZX^P h))y v max cnf ' (KBr) : 2927, 2571, 1644, 1439, 1376, 1281, 1 136. 

TXX^i' h;KFAB) m/z : 814 ((M+H) + , 7'J-#) 

TcSS^flHtt (C 40 H +5 C1 4 F 6 N 3 0 4 -4H 2 0 tit) 

ff^fita) • C: 50. 06, H:5.57, CI: 14. 78, F: 11. 88, N:4.38 
mnm(%) : C:48.62, H:5.03, CI : 15. 27, F : 1 1. 61, N:3.48 

mytm •. [av° = +48.7 (c=o.5o, 

1- (2 - {(2R) - 2- (3, 4-^^DD7i-;i/) - 4- 
[3, 5-tfT, (bU7Mn^^) ^OVVM U >- 2 ;W x^ 

;P) Xtfn {(2S) -2- [2- (tf^U 1 ~-f ;V) Xh3r~>]} -r>^> 

-1, 4' -h°^U^> X^m^ (M^-ffc-&*>## 2-167 2ttl) 

1- (2 - {(2R) - 2- (3, 4-^OD7i^) -4 - [3, 5 - t£ X 

( h u 7;v*n^^;p) ^>vV;p] ^i^U >- 2 --OW x^;i/) x trn [(2 

S) -2 - -f > ^ > - 1 , 4- ' -K^'J^> 

200mg(0.27mmol)i tf^U S>> 40iiL(0.4mmol)Sffi ViT^M^il 3 6 t |H HSfcl £ 
&frV>, flMB'fk'&4fe 82mg OK*: 14%) seMltl/Tifc. 
^-^H^^iX^ h;K500MHz, CD 3 0D) <5ppm : 8.31-8.00 (3H, m) , 7.88-7.07 
(7H, m), 4.31-1.51 (35H, m) . 
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fp^MX^h^ v max cm" 1 (KBr) : 2943, 2650, 1644, 1439, 1376, 1281, 1137. 

?XX^^7 h;KFAB) m/z : 812 ((M+H) + , 7'J-#) 

Ttmfrffim (C 41 H 47 C1 4 F 6 N 3 0 3 - 8H 2 0 ill) 

it#«(%) : C:47.82, H:6.17, CI : 13. 77, F:11.07, N:4.08 
mmm(%) : C: 48. 29, H:5. 26, CI : 15. 53, F: 11. 03, N:4. 27 

MJtm : [a] D 20 = +44.0 (c=0. 50, 

[tlfJ3 8] 1- (2- {(2R) - 2- (3, 4-^^nn7x"JH -4- 
[3, (h'J7Mn^^l/) ^>W;i/] ^l^U >- 2 --f ;W x^ 

;P0 Xtn {(2S) -2- [2- (N, N-y^f Jl/75 / ) Ih^y]} -f >^ 
>-l, 4' -t:^U> 5 > -±tm^ ($!SHbl=>^#-^ 2-161 2±iMii) 

1- (2 - {(2R) - 2- (3, 4-y^nD7i-JW - 4- [3, 5 - t:X 

(b u ^;i/^-n^^;i^) ^>y^;H ^;i/*u >- 2 x^;p) xtfn [(2 

S) - 2- (2-tFn^yIb + y)] <1>&>-\, 4' - tf ^ U > 
200mg(0. 27mmol) ty^fjk7 5 >1&Wtf& 33mg(0. 4mmol) £J1 ^Tf^fil 3 6 i: ID 

mzKm&fti,^ mm^mumg mm-. 2 5%) saMatbtifc. 

^-tl^SiX^^ h;K500MHz, CD3OD) <Sppm : 8.31-8.00 (3H, m) , 7.87-7.08 
(7H, m), 4.35-1.53 (31H, m) . 

f5^®JRX^ bJl v max cm -1 (KBr) : 2927, 2654, 1644, 1474, 1376, 1281, 1137. 

T^X^^ hJKFAB) m/z : 772 ((M+H) + , 7 U — #0 

TC^M (C3 8 H 43 C1 4 F 6 N 3 03- 3H 2 0 tbT) 

i+^{it(%) : C-.50.73, H:5.49, CI : 15. 76, F: 12. 67, N:4.67 

MMm(%) : C-.47.55, H:5.23, CI : 1 6. 68, F: 12. 43, N:4.48 

mytm' : [a] D 20 = +50.5 (c=0. 50, 

[^JSM3 9] 1- (2 - {(2R) - 2- (3, 4-'77Dn7x-Jl/) -4- 

C3, 5-hx (hU7Mn^^) ^>vW;H ^e;i/*u>-2 — r;H x^ 

;!/) X t°n ((2S) - 2- {2 - [N- ( 2 - k Fd^>x^;tO -N-^^;i/T 
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2-165 2mmm 

1- (2 - {(2R) - 2- (3, 4-^nD7iZJk) - 4- [3, 5-t'X 

(bU7JWD^^) ^>^JW ^e;I/^u >- 2 --r;W x5P;i/) xt°n [(2 
S) - 2- -T > y > - 1 , 4' - tf ^ U *J > 

200mg(0. 27mmol) £ 2 - (^^757) X^ J — ;P 32 ^ L (0. 4mmol) £J1 l/iT« 
M3 6 tlHti^MjfS^ff V>> ^IBft^'t) 158mg (MM: 70%) ^eMIibT 

'H-^mm.^M^^^ h;i/(500MHz, CD 3 0D) <5 ppm : 8.30-8.01 (3H, m) , 7.87-7.08 

(7H, m), 4.28-1.54 (32H, m) . 

Ml/ v max cm -1 (KBr) : 2928, 2654, 1644, 1473, 1376, 1281, 1138. 

"7X7,^7 hJKFAB) m/z : 802 ((M+H)\ 7 U — #0 

TcSf^f/Hfi (C 39 H 45 C1 4 F 6 N 3 0 4 - 3H 2 0 tit) 

fH£ffi(30 : C:50.39, H:5.53, CI : 1 5. 25, F: 12. 26, N: 4. 52 
miHita) : C: 50. 00, H:5.50, CI : 1 5. 22, F: 11. 16, N:4.30 

m^tm : [ale 20 = +52.3 (c=0.50, 

[*Ii4 0] 1- (2 - {(2R) - 2- (3, 4-^DD7i-Jl/) - 4- 
[3, 5-H7 (hU7MD^fJV) ^>W;i^] >- 2 )l} 

;P) XtfD ((2S) - 2- {2 - [N- (2-k HD + yl^) .7573 Xh^ 

->}) -r>^>-i, 4' -t°^u> ? > — *att«[ 2-164 2 mat 

i&) 

1- (2 - {(2R) - 2- (3, 4-^7DD7x-JW -4- [3, 5-H7 

( h vyji^-u^^ji) ^>y-r;P3 ^i^u >- 2 --r;w x5p;w xho [(2 

S) - 2- (2 — fc h'D^'>Ih^v')] -f > ^ > - 1 , 4' - H ^ U V > 
200mg(0.27mmol)«i:X^y-;i/T5> 24/z L (0. 4mmol) feffl l^T^^f!! 3 6 tHifc 
MJS£fT^> ^15^-^^ 96rag (JR3S : 43%) ^fiM^iltifc. 
^-^It^^B-iX^^ h;K500MHz, CD 3 0D) 6 ppm : 8.30-8.02 (3H, m) , 7.87-7.06 
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(7H, m), 4.28-1.50 (29H, m) . 

*fl>fflMXX^# b)V v max cm" 1 (KBr) : 2930, 2681, 1644, 1439, 1376, 1280, 1138. 
b )V (FAB) m/z : 788 ((M+H) + , 7>J-ft) 

7G*#tfHt (C 38 H 43 C1 4 F 6 N 3 0 4 -4H 2 0 tlT) 

fHHICS) : C:48.89, H:5.51, CI : 15. 19, F: 12. 21, N:4.50 
mmm(%) : C:48.75, H:4.79, CI : 15. 85, F: 12. 20, N:4.57 

mytm iai™ = +52.5 (c=o. so, 

[»J4 1] 1- (2 - {(2R) - 2- (3, 4-y^Dn7i-M - 4- 

[3, (hU7Mn^^ji/) ^>vw^] ^;v^u >- 2 — r;n x^ 

71/) Xk°n ((2S) -2- {2- [tfX Xh^ 
v-}) -f>^>-l, 4' -k°^U> 5 > -t^t 2-163 2lf 

m 

1- (2 - {(2R) - 2- (3, 4-y^DD7i^) -4- [3, 5 - HX 

(bv 7)]s-*o*^)i) ^>y-r;p] ^eji^u >- 2 ;w x^;i/) xt°n [(2 

S) - -T>^>-1, 4' -t°^U> ? > 200mg(0.27mmol) ti?X 

;VT5> 33jttL(0.3Bmiol)*«UTHlfiW3 6 trattfcSJfeSfT^, fttE-fb 
^%90mg OR* : 3 9%) ^SMlittifc. 

#^MX^ Wl/ v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 
1139 

WKFAB) m/z : 832 ((M+H) + , 7>J-#) 
[*JS^4 2] 1- (2 - J(2R) - 2- (3, 4-^7no7xXJH -4- 

[3,'5-tfx (hU7Mo^fji/) ^>i/-r;i/] ^e;i/^u >- 2 --r ;w 

;10 7tfD ((2S) - 2- { [({ [ tfX (2-tFD^yXfJW 757] #;P#xx 

;W 75;) 3-^v}) -r>^>-i, 4' -tf^ue?> mmm. w 

7jkfc&mm^ 2-172 ifiBSIfi) 

1- (2 - f(2R) - 2- (3, 4-'^DD7x-W -4- [3, 5 - tfX 
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( h u yjv*u*f)V) ^e;i/^u >- 2 — r;w x^;w xtfn [(2 

S) -Y>^>-1, 4' -t?^U> ? > 300rag(0.43mmol)^^b 

7^1/> 5mL izmMV, iK^TN- (^nn*jH-JH -fy->7t-h 
55/iL(0. 64mmol) £ in . *!tT3 O^ljff , i?I^y-JP75> 
61/iL(0.64mmol)£2jn;L, MT3 0 3H!#bfc. SlfcRU lHIWStm 1 «56 

^/-;i/ = 9/l) CT3|Wb> 1- (2- {(2R) -2- (3, 4->?^nD7i 
-4- [3, 5-HX (h'j7MD^fJW ^>VW;H i E;Hf?U>-2 

x^;i/) xtTn [(2S) - 2- {[({[tfx (2-hHn^>i^) 75 
y] #;i>#-;w 737) -f>^>-i, 4' -tf^u> ? > 

* 223mg (M : 60%) 

#£*lfcl- (2- {(2R) -2- (3, 4-^nD7x"W -4- [3, 

5-fcfx (h'j7MD^fji/) ^>vW;p] ^e^zku >- 2 --r;w x^;io x 

tin [(2S) -2 - {[({[t£X (2-tFD^yIfJ|/) 737] #;i/^x;W T 
3 7) #;i/7^-;H -<>^>-l, 4' -b°^U> ? > 223mg(0. 25mmol) £r 

X^7-JV 4mL 4mM-m.m^^r^> 0. 5mL SjDTtfe. «ffiTi§iS&£ 

© * b , 5? x 9 1 ;i/ x - 5=- )V -e 2 0 # » b jfe o t# 6 n 7c m 8t % ^ 3f > «fc D W £S H b , 

WEflS-&to.l79iig OK*: 7 7%) $efiiiilT#fc. 

^-^a^^BlX^^ (500MHz, CD 3 0D) <5ppm : 8.33-7.99 (3H, m) , 7.85-7.06 
(7H, m). 5.34-5.20 (1H, m) , 4. 15-1.65 (29H, m) . 

^ffifcJRX^ b)l v max cm-' (KBr) : 3394, 2931, 1764, 1646, 1474, 1376, 1281, 
1138. 

VXX'^? b)V (FAB) m/z : 875 ((M+H)*, 7'J-ft) 

TcSt^Wfi (C 40 H 43 C1 3 F 6 N 4 0 7 -4H 2 0 ill) 

tHMB(%) : C:48.81, H:5.22, CI : 10. 81, F: 11. 58, N: 5. 69 
mnm.(%) : C:49.02, H:4.92, CI : 11. 62, F: 11. 50, N:5.86 

»it : [a] D 20 = +54. 3 (c=0. 50, S—)V) 
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[MM4 3] 1- (2 - {(2R) - 2- (3, 4-^^D7x^) -4- 

[3, (bU7Mn^^) ^>v^;i/] ^e;I/*u>-2 — r;w x^f- 

)V) xifn {(2S) - 2- [({[(^v^u >- 4 --f ;P) #;i/#x;p] 75. J) ft 

-f>^>-i, 4' -tr^u^> tit (^J^b-grW-*!- 

2-175 wmm 

1- (2 - {(2R) - 2- (3, 4-v^nn7x^) - 4- [3, 5 - tfX 

(MJ 7;i/^-n^^;i/) ^>v^;H ^e;pjJ?u >- 2 --f;W x^;io xtfn [(2 

S) - 2- t FD^y] -f>^>-l, 4' -tf^U^> 300rag(0. 43mmol) t,=e)V 
*'J > 56mL(0. 64mmol)*ffiViXmi^J4 2 £ EUfcfcjRjifc&fT Umt&m 240mg 

(iR*:6 3%) $afil|gfttUT#fc. 
fS^MX^ MI/ v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 
1139. 

h;KFAB) m/z : 857 ((M+H)\ 7'J-#5 
[HifH4] 1- (2 - {(2R) - 2- (3, 4-i> , 7 0D7x-JV) - 4- 

[3, 5 -Ex (f'J7Mn^^) ^>V-r;H ^e;h^ u >- 2 --f ;H x^ 
;p) xtfn {(2 s) - 2 - [ ({[ (H^u i --r;iO *M-;H7$;} * 
;i/#-;i/)^-^v-]]-f >^>- i , 4 ' - tf^u m.m.^.m^t^m^ 2-176 

1- (2 - {(2R) - 2- (3, 4-y7DD7xZjH -4 - [3, 5-t?X 

( h u x^n^^io ^>v~-on ^e;1/^u >- 2 --r ;w x^;i/) xtfa [(2 

S) -2-tHD + y] -T>^>-1, 4' -H^U^> 300mg(0. 43mmol) £ 
U 5?>'64#L(O.64mmol)&JflV>T^ifc0i|4 2 tRI«fc:K**ff V^#Kfl2'&4fc 143mg 
(JR* : 3 8%) ^aMIilTifc, 
mt^m.WX^? h)V v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 
1139. 

Ml/ (FAB) m/z : 855 ((M+H) + , 
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[WJ4 5] 1- (2-{(2R) - 2- (3, 4-y^OD7i-JW - 4 - 

[3, (h'j7Mn^^) ^>v-r;i/] ^e;I/^u >- 2 --r;W 

XHD ((2S) -2- {[({[N- -N-^W5 

/] #;i^-;w 75;) ^;v#x;i/] ;t^>» ^>?>-i, 4' -k°^y>?> 

MI 2-174 

1- (2 - {(2R) - 2- (3, 4-y^nD7i-^) -4- [3, 5 - tf^ 

( h u 7;u^-n^^;i/) ^>y-r;i/] ^e;i/^u >- 2 --r;w xg^) xen [(2 

S) -2-kFD + i'] -f>^>-l, 4' -tf^US^> 300mg(0.43ramol) h 2 - 
X^/— ;V 52mL(0. 64mmoO£JlV}TS^$j4 2 £|^#f;:^J&£ 
frV^ SlB^-^ 181mg OK* : 4 8%) SSMitbTifco 
^-M^^^HiX^^ hJK500MHz, CD 3 0D) 5 ppm : 8.34-7.98 (3H, m) , 7.84-7.10 
(7H, m), 5.34-5.20 (1H, m) , 4.17-1.64 (28H, m) . 

mW-VAU^^Z h)V v max cm" 1 (KBr) : 3272, 2930, 1765, 1646, 1475, 1376, 1280, 
1138. 

b;KFAB) ra/z : 845 ((M+H) + , 

TcSt^flHit (C 39 H 41 C1 3 F 6 NA-3H 2 0 tUT) 

: C:50.04, H:5.06, CI : 11. 36, F: 12. 18, N:5.06 
MMi&(%) : C: 50. 69, H:4.82, CI : 11. 00, F:11.66, N:6.20 

mytm ■. [a] D 20 = +55. 8 (0=0.50, ;—)V) 

[iMJ4 6] 1- (2 - {(2R) - 2- (3, 4-y^nD7iZJH -4- 

[3, 5-tfx (h'jxMnxfJW ^>vV;n ^e^tJnU >- 2 --r;i/} 
;io X'trn ((2S) - 2- {[({[n- (2-t Fn^yxfjw Tsy] #;i/^x 

;W 757) *;i/^x:;i/] :t4^>}) -f >^>-l, 4' -t!^U^> lit (00 

^b-&4»-*t 2-173 mmm 

1- (2 - {(2R) - 2- (3, 4 -5># DD^o:-^) -4 - [3, 5-tfX 

( h U 7Mn^f^) ^>V-r;H ^ejp^U >- 2 xg^io xtf d [(2 
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S) - 2- tFD^>'] -f>^>-l, 4' -fcT^U5>> 300mg(0.43mmol) £X.& 
J—)VT^> 39ML(0.64mmol)^fflViTmiM4 2 ira«fcS*S*ff Vi, flUHft;^ 
% 192mg (JR^:5 2%) SaMIibTifc. 

1 H — MM^^HiX^s^ h;i/ (500MHz, CD 3 0D) 5 ppm : 8.31-7.98 (3H, m) , 7.90-7.10 
(7H, m), 5.24-5.11 (1H, m), 4.15-1. 65 (25H, m) . 

m^m.UX^^7 h)V v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 
1139. 

YXX^i' h )V (FAB) m/z : 831 ((M+H) + , 7>J-#) 

7C*^*f« (C 38 H 39 C1 3 F 6 N 4 0 6 - 2H 2 0 ibT) 

WrWfa(%) : C:50.48, H:4.79, CI : 11. 76, F: 12. 61, N:6.20 
mmm(%) : C: 50. 69, H:4.82, CI : 1 1 . 93, F: 12. 09, N:6.20 

tfcytM : [a] D 20 = +69 . 3 (c=0. 50, *&J—)V) 

1- (2 - {(2R) - 2- (3, 4-^DD7i=^) -4- 

[3, 5-hx (hU7Mo^^) ^>vv;n ^;i/7JnU >- 2 ->r;w x^- 
xhd {(2S) -2- [({[(t^u >- 4 --r;i/) ^;i/sf?n;i/] ray} * 

2-184 III) 

1- (2 - {(2R) - 2- (3, 4-^Dn7i^) -4- [3, 5 - fcfX 

(h'J7^tn^^) ^>vWJH t^afrU >- 2 --r;W x^;i/) xHn [(2 

S) -2-tFD*'>] -f >^>- 1 , 4' -fc^U5?> 300mg(0.43mmol)£M 
5mL fcjML, iK^T^bX^^x;^ y->T^— h 63/iL(0. 64mmol)?r 
iDAfco 7k?£T 3 0 #fjt#^ ^E;i/*U> 56AiL(0. 64mmol) £iP;U MT3 0^ 

-7k<kVmmM i l', 1- (2- {(2R) -2- (3, 4-^nD7i=;W -4 

- [3, 5-ht; (hU7^tn/f;v) ^>y-oi/] ^Pafcu >- 2 --on x 
xtfn [(2 s) -2- ({[(^;i/*y >- 4 --r )]/) rs;] 
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#;i/#-;W 3r*zs)] -f 1, 4' -E^D>?>£ 215mg mm : 56%) 

#e»tlfcl- (2 - {(2R) - 2- (3, 4-^^nn7x^Jl/) -4- [3, 

tin [(2S) - 2- ({[(^iv^u >-4 — r;i/-x;p*x;i/) 75;] #;i/^x 

)W *^r>-)] -f>^>-l, 4' -tf^U> 5 > 215mg(0.24mmol)^X^y— ;i/4mL 
K^jtlb, 4l^-ISvW> 0. 5mL %lMZ-fco «fl=TM£MSc b > 5?X5P 

jn-fK"2@*ibfe. mznTcmm*^ omul, anE-rfc-a-* 

181mg (M : 8 1%) & fi felgg. £ LTifc. 

^-^J&^&nfcX^ h;K500MHz, CD3OD) <5ppm : 8.31-7.99 (3H, m) , 7.87-7.10 
(7H, m), 5.35-5.25 (1H, m) , 4. 21-1.68 (28H, ra) . 

ifcWWL^LTs^Z h;i/ v max cm -1 (KBr) : 2926, 1741, 1645, 1455, 1375, 1281, 1162. 

7X7^^ MKFAB) m/z : 893 ((M+H) + , 7'J-#) 

7C3S^«fffi (C 39 H 4I Cl,F e N 4 0 7 S-2H,0 t IT) 

tHICffi(X) : C:48.48, H:4.69, CI : 11. 01, F: 1 1. 80, N:5.80, S: 3.32 

^mm(%) : C: 48. 11, H:4. 66, CI : 11. 25," F: 1 1. 83, N:5.87, S: 3.38 

mytm. : [a] D 20 = +61.7 (c=0.50. DMSO) 

[|t|»!]4 8] 1- (2 - {(2R) - 2- (3, 4 - V % U U 7 x =L)V) -4- 

[3, 5-tfx (hU7MD/fJv) ^>y-f^] ^;i/^u >- 2 --r;i/} x^ 
xhd [(2 s) - 2 - ({[(7 5 7XM-J1/) 73;] #;i^x;w ^v-)] 

-f>^>-l, 4' -tf^U^> 2-178 i&^i£) 

1- (2 - {(2R) - 2- (3, 4->?^nn7x-JW _ 4 - [3, 5 - If X 

( h u 7 )v*u ^>y-r;n je;p*u > - 2 — r;w x^;i/) xtfn [(2 

S) -2-tFO^'7] -f>^>-l, 4' -tf^'J^> 300mg(0.43mraol) i7> 
^:XT7j< 2.5mL/HV>TllM0!{4 7 <h pa#K:£Jfc«fT M-fb^ 70mg (JR* : 1 
2%) ^aMIibtifc. 

'H-^^^^nfX^^ h;K500MHz, CD 3 0D) <5 ppm : 8.35-7.97 (3H, ra) , 7.81-7.08 
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(7H, m), 5.48-5.19 (1H, m) , 4.01-1.70 (20H, m) . 

hJV vmax cm-'(KBr) : 2927, 1644, 1439, 1376, 1280, 1139 

T7*.X^s# h;KFAB) m/z : 823 ((M+H)\ 7U-#) 

7C*^«f m (C 35 H 34 C 1 2 F 6 N 4 0 6 S • 1/3HC 1 • 2H 2 0 b. IT) 

WcW\U(%) : C-.48.22, H:4.43, CI : 9. 49, F: 13. 07, N:6.43, S: 3. 68 
mmm(%) : C:48.21, H:4.29, CI : 10. 09, F:13.39, N:6.34, S : 3. 58 

MftEt : [ale 20 = +55. 0 (c=0. 50, DMSO) 

K1M4 9] 1- (2 - {(2R) - 2- (3, 4-y^OD7x-jW - 4- 

[3, (hU7Mn^^) ^>vw;H ^e^u >- 2 --r;w 

Xt°D [(2S) -2- ({[(N, 7 75/] # 

2-179 

1- (2 - {(2R) - 2- (3, 4-y^on7i^) - 4- [3, 5 - EX 

( h u y;i^^-o^^;p) oy-ni/j ^jfry >- 2 --r ;w x^jw xt°n [(2 

S) -2-tHn^pi/] -f>^>-l, 4' - H^U -J> 300mg(0.43mmol)£S?^. 
^;VT5>7j<^^ 2.5mL £ffl^T»#J 4 7 £: IH tHc M £ ^ HfE'fb'gr^ 
90mg (« : 2 5 %) £ 6&^H t LT#7fco 

^-M^^^niX^^ h;i/ (500MHz, CD 3 0D) <5 ppm : 8.36-7.98 (3H, m) , 7.82-7.10 
(7H, m), 5. 35-5.29 (1H, m) , 3. 99-1.65 (26H, m) . 

iMJRX^^b^ v max cm" 1 (KBr) : 2954, 1643, 1473, 1375, 1281, 1138. 

YXX^i? MKFAB) m/z : 851 ((M+H) + , 7'J-#) 

7C*##Htt (C 37 H 38 C1 2 F 6 N 4 0 6 S-1/4HC1-H 2 0 ilt) 

fHMt(X) : C: 50. 57, H:4.62, CI : 9. 08, F: 12. 97, N:6.38, S: 3. 65 
HfUJtt(%) : C: 50. 45, H:4.43, CI : 9. 12, F: 13. 31, N:6.24, S : 3. 71 

1Mytm : [a] D 20 = +57 . 8 (c=0. 50, DMSO) 

0] l-(2-{(2R)-2-(3, 4-^^DD7i-M -4- 
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[3, 5-hx (hU7Mn^5 1 jH ^>v*-r;v] ^;waf?u >- 2 — r;w 

Xtfn ((2S) - 2- {[({[N- (2-kFD^>IfW 

/] x;i^x;w Jr*^}) -r>^>-i, 4' -h^u^v 

($J^fcl^#-*§ 2-183) 
1- (2 - {(2R) - 2- (3, 4-^^Dn7i-Jl/) -4- [3, 5 - tfX 

( h u yfr*u*?-)V) i>V4)V] ^EJlsftV >- 2 — r;W x^;i/) xtfn [(2 

S) -2-tKn^>] ■< >^>- 1 , 4' -tf^U^> 300mg(0.43mmol) i 2 - 
(^W5y) X^/-;V 52ML(0.64mmol)^fflViT^^^!]4 7 ilWIilic^jS* 
frVi, SfH-fb-^fe 30mg (» : 8%) SaM^ibTife, 

^-MiM^qtX^ h;K500MHz, CD 3 OD) <5 ppm : 8.35-7. 98 (3H, m) , 7.84-7.06 
(7H, m), 5.38-5.23 (1H, m) , 3.98-1.70 (27H, m) . 

m^^iR^^^hJV viax cr'(KBr) : 2928, 1642, 1473, 1376, 1281, 1139. 
h;KFAB) m/z : 881 ((M+H)\ 7>J-#) 

7G*#*H* (C 38 H 40 C1 2 F 6 N 4 0 7 S-3H 2 0 ill) 

fHHtt(X) : C:48.78-, H:4.95, CI : 7. 58, F: 12- 18, N:5.99, S:3.43 
g*l?!iMii«) : C:48.52, H:4.40, CI : 7. 81, F:ll. 81, N:6.22, S:3.21 

mytm : [a] D 20 = +39.7 (c=0.50, DMSO) 

immm 5 11 1- (2 - {(2R) - 2- (3, 4-^nD7i-w - 4 - 

[3, 5-HX (hU7Mo^fjl/) ^>VW;H ^JfcU >- 2 X? 
Xtfn ((2S) -2- { [({ [N — (2-tHn^>XfW 757] x;i/*x 

;W 7$/) #;i^x;H pf^>-}) -< 1 , 4' -tf^u^> (M^ih&'-Vo 

m^r 2-182) 

l-(2 - {(2R) - 2- (3, 4 -i?^nn^x-;i/) -4- [3, 5-HX 

(h l J7Mnyfjv) ^ > *E;i>af?y >- 2 ;W x^;i/) xifn [(2 

S) -2-tFn + ->] -i>^>-l, 4' -t°^Ui?> 300mg(0.43mmol) £x^ 

;-^75> 39^l(o. 64mmoi) ^m^xmrnm^ 7 tnmzfcm&n^, mmfc& 
m 67mg mm •. n %) 
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'H-MtftSX^^ MM500MHZ, CD 3 0D) 6 ppm : 8.31-7.97 (3H, m), 7.78-7.03 
(7H, m), 5. 37-5.20 (1H, m) , 3.98-1.68 (24H, m) . 

5^^®iRX^^h;i/ vmax cnf'CKBr) : 2927, 1642, 1475, 1376, 1281, 1138. 
h;KFAB) m/z : 867 ((M+H) t , 7'J-#) 

7C*^*flt (C 37 H 38 C1 2 F 6 N 4 0 7 S-2H 2 0 tit) 

fH£ffi(JI5) : C: 49. 18, H:4.68, CI : 7. 85, F: 12. 61, N:6.20, S:3.55 
mmm(%) : C:49.10, H:4.45, CI : 8. 53, F: 12. 67, N: 6. 23, S:3.29 

IM^tm : [a] D 20 = +47 . 6 (c=0. 50, DMSO) 

imMM 52] l-(2-{(2R)-2-(3, 4-^n07i-iP) - 4 - 

[3, 5-tfx (hU7Mn^^) ^>v'<;i/] ^e;i/^u >- 2 --r;w 

;p) Xtfn ((2 S) - 2 - {[ ({[HX (2-k FD^yXfM 757] X;paf? 
-JW7$;)*M-M^>H>^>-1, 4' -t?^U^> Sit (^] 

Tfrfc-Sm^r^ 2-181 

1- (2 - {(2R) - 2- (3, 4-^DD7i-W - 4- [3, 5 - tfX 

(hU7Mn^fjv) ^>vw;w ^i/^y >- 2 — r;w x^;v> xhd [(2 

S) -2-kFo^y] -f >^>- 1 , 4' -H^U^> 300mg(0. 43mmol) £ >*X 
37 7— JV7 5> 61 At L (0. 64mmol) &m^T^MM4 7 kftMk\ZKJ&&fTte* ©IB-fb 

60mg (JR* : 16%) SSfittlil/THft. 
aS^&JRX^ h;j/ v max cm" 1 (KBr) : 3406, 2930, 1733, 1643, 1473, 1376, 1281, 
1139. 

WKFAB) m/z : 911 ( (M+H) \ 7'J-f) 

533 l-(2-{(2R)-2-(3, 4--7^DD7x^) - 4 - 
[3, 5-tfX (hU7MD^?JW ^>VV;i/] t^JfcD >- 2 — OW X^ 

;iO 7Hd {(2S) - 2- [({[(^E;t/*u >- 4 --r» r±9-JVl 75;} 

^-^S/]} -f >^>- 1 , 4'-h!^U> ? > («wfc'&4&#-*t 2-187 



1 
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1- (2- {(2R) -2- (3, 4-^i?nn7i-JW - 4 - [3, 5 - tf X 

( h u 7 )\<3ru*^)V) ^>W;i/] ^PafrU >- 2 — f;W x^;h xk'n [(2 

S) -2-hFD^->] ^>y>-l, 4' -tf^U^> 300mg(0.43mmol)^m^ 

3=- 1/ > 5mL fd^^b, *^TN- (9 D D7tf Jl') ^ Vv'T'j h 

55AtL(0. 64mmol) ^tiUXfc* 7kft>T 3 0 frMW&, tEJlsft U > 56 ^ L (0. 64mmol) ^iP 
>K^T3 o^it^Lfcc ^fi^ML l H#P*m#m, 1 tK, ^fO^ 

mnV, 1- (2 - {(2R) - 2- (3, 4-y^nQ7i-W -4- [3, 5 

□ {(2S) -2- [({[(^e^jKU >- 4 — f;io x-fe^;H 75;} 

^~>J} -f >^>- 1 , 4 ' - tf^U v>£ 248rag (JR$K : 6 7%) #fc D 

iStlfcl- (2 - {(2R) - 2- (3, 4-^7nn7i^^) -4- [3, 

tfp {(2 s) - 2 - [({[(^e;v*U >-4 --r;i/) Tir^y] 75;} #;i^x;i^) 

-i 1 , 4' - fcf^U >?> 248mg(0. 29mmol) $X^y-;i/ 4mL K» 

®Pb> 4MM-ikMi?^*V> 0.5mL Sin^tfe. ^EET*M£M*U yxf^x 
-fJK'2 ®ifc^Ufco #e»nfe^^^^\^-tJ->J; DSIg^b, S?B^-&#I 224mg 
(» : 8 4%) SfiMiitTifc. 

^-^H^itHiX^^ h;]x (500MHz, CD 3 0D) 5 ppm : 8.34-7.79 (3H, m) , 7.86-7.11 
(7H, m), 5. 35-5.27 (1H, m) , 4.55-1.66 (30H, m) . 

^^m^Ts^.^ v max cm" 1 (KBr) : 2932, 1785, 1719, 1644, 1475, 1376, 1281, 

1137. 

777'^7 hJKFAB) m/z : 871 ((M+H) + , 7'J-#) 

Ttrnfrmm (c 41 h 44 ci 4 f 6 n 4 o 6 -3h 2 o tit) 

ft#{it(%) : C: 49. 31, H:5.05, CI : 14. 20, F: 11. 41, N:5. 61 
: C: 49. 21, H:4.91, CI : 14. 76, F : 1 1 . 62, N:5.64 
IMytS. : [aV 0 = +59.4 (c=0. 50, J —)V) 
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imtMM5 4] 1- (2 - {(2R) - 2- (3, 4-^n07i-W -4- 

[3, (hU7Ji/*n^^) ^>y-r;i/] >- 2 — r;w if 

Xh°a {(2 S) - 2 - ^v]} >^>- 1,4'- 

t!^U^> ffilttl (M^{b'o^I#-% 2-190 W&W 

1- (2 - {(2R) - 2- (3, 4-^^nn7x^Jl/) - 4- [3, 5 - tfX 

(hU7MD^^) ^>v*-r;v] ^e^^u >- 2 --r;i/} x^;v) xk°n [(2 

S) -2-t:Fn^>] -f>^>-l, 4' -fcf^'J> ? > S00mg(0.43ramol) £7> 
^ExTzk lmL £fflV*TI^#!)5 3 hnmzK^ff^, mm^^O 134mg (JR^ : 
4 0%) XyXmtCo 

mtVm.W7s^P h)l> v max cm-' (KBr) : 2928, 1726, 1645, 1438, 1376, 1281, 1138. 
7XX^^ WKFAB) m/z : 744 ((M+H)*, 7U~#) 

imiMM 5 5] l-(2-{(2R)-2-(3, 4-v7Dn7i^) - 4 - 

[3, (h'J7J^n^^i) ^>v*-y;H ^e;1/aKU >- 2 --r;M if 

Xlfo {(2 S) - 2 - [ ({[(fcWJ V s >- 1 -< T-tT-JV] 757) 
#-7W ^fv]} -f >^>- 1 , 4'-tf^U> ? > lit (M^b^fW^t 2-188 

1- (2 - {(2R) - 2- (3, 4-^7nD7i-;W - 4- [3, 5 - tfX 

( h u 7jwn^^jv) ^>vW;H ^6;i/*u >- 2 — r ;H if ;i0 xhd [(2 

S) -2-tHP^~>] -T>^>-1, 4' -tf^Uv> 300mg(0.43ramol) i fc:^ 
U 64AiL(0.64mraol)^ffl^THSSfiJ 5 3 hmmzKm&ft^.mW.ik'&m 217mg 
(M : 5 6%) ^S-fefgllchLTftfe. 
#^S£iRX^ Ml/ v max cm" 1 (KBr) : 3358, 2931, 1720, 1645, 1476, 1376, 1280, 
1139. 

■?77^^ WMFAB) m/z : 869 ((M+H) + , 7 U — #0 
[£&6£0i| 563 1 - (2 - {(2R) - 2- (3, 4-y?DD7i-)l) - 4 - 
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xtfn {(2 s) - 2 - [(2 -j* * h*isl] -t>?>- 1 , 

4' -H^U^> 2-191) 

1- (2 - {(2R) - 2- (3, 4-^^nD7i^) - 4- [3, 5 - tfX 

(hU7Mn/^jw ^>y-r;n ^e^u >- 2 --r;w x^;p) xtfn [(2 

S) -f>y>-l, 4' -tf^U> ? > 300mg(0.43mmol) b. 2 - 

^ h^ylb^y/fj^nU H 73^L(0.64mraol)*ffiV^T^Iig^!l2 7 a tmUlZ 
fcm&ft^, mnHt-^m HOmg (» : 3 4%) ^aMItLTifc, 
*^©1KX^ vmax cm -1 (KBr) : 2926, 1645, 1472, 1375, 1280, 1 137. 

TXX^i' WKFAB) m/z : 789 ((M+H)\ 7 U — #0 

[|£M$J5 7] 1- (2 - {(2R) - 2- (3, 4-y^DD7i-Jl/) -4- 
[3, 5-tfX (h'J7Mn^^) OV-iJVl >- 2 -^)V] 

;i/) 7h°o [(2S) - 2- (^b^->^h^S/)] -f 1 , 4' -tf^Ui? 

> ($l*vfb-&^#-^ 2-192) 

1- (2 - {(2R) - 2- (3, 4 -^7uuy -4 - [3, 5 - tf X 

( h u x;i/^-a^^;v) ^>y-f;i/] ^e;p*u >- 2 --r;w x^;v) 7fn [(2 

S) - 2-kFn + y] -f>^>-l, 4' -tf^U> ? > 300mg(0. 43mmol) £7 a 
n^^;U^5^;i/X— ^)1/ 49mL(0. 64mmol) ^M^X^MM 2 7 a tlWJtlfcKJfcSfT 
Vi, HfE-fbl^ 121mg (JR^ : 3 7%) £ fi^H £ LT#7c„ 
f5^5£JKX^ y max cm" 1 (KBr) : 2928, 1646, 1472, 1375, 1280, 1139. 

YXX^i' MKFAB) m/z : 745 ((M+H) + , 7U~f) 

[*«!|5 8] 2 - [ ( (2S) -1' - {2- [ (2R) -4- [3, 5 - t: 

x (h'J7^D^fji') ^>i/-r;i/] -2- (3, 4-i^np:7rc-;i/) 
*U>-2--r;v] x?iH -2, 3-^tFnxtfn [-r>5 i >-i, 4 ' - tf 

^U> ? >] -2 --OP) *^>] — N — (4-kFD^y7fJW -N-XfJlT 
tb75 F MS (^!j^'fb'a-^I#-^2-418 
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[*1W5 8 a] 4- 7?>- 1-*— )V It! 

4-75;^>-l-t-Jl' 4.00g (0. 0 4 5mol) S^fl^ 1 

>//^/-JH 5 : 5 : 1) J; D HSb, 4-tFo^y^J^M7$ F 
4. 1 6 g (i»7 9 X)*#fc.1l6n&4-k KD^^^fJ^M75 H 4. 
1 6 g (0 . 0 3 6mol) S 1 0nLOii*Th7k Fn7 7>l:ifbg*iit0t 
T^#bfeo fcm.mWL^7km\\m ^AT^S— 1 . 35g (0. 0 3 6mol) 

K£K^- h U # A 1 0 7Kfrl% 5.0 0. g>fh7kFD77>40 mL£ 1 0 ^IBj^W- 

fem, W§®*b, mUZfc&to 4 . 5 1g OR* 9 IK) £#/to 

1 H-MUM^HIX ^ h;l/ (400MHz, CD 3 0D) <5ppm:3.61 (2H, t, J=6.1Hz), 3.02 
(2H, t, 7.7 Hz), 2.70 (3H, s) , 1.81-1.73 (2H, m) , 1.65-1.58 (2H, m) . 

[*W!l5 8b] 2 - [ ( (2S) -1' - {2 - [ (2R) -4- [3, 5- 

(hU7;Wn^5 1 ;i/) ^>vW;H - 2- (3, 4-y^nn7i-JW ^ 
)VfrV >- 2 ->f ;H X?JP} -2, 3-'7kFn7fn W>r>-1, 4' - 

tf^u> ? >] -2--r;w ^~>] — n — (4-tFD + ~>7f;w -n-^^;p 

mMM2 7 bTH5tlfel - (2 - {(2R) - 2- (3, 4-y7nD7x^) 

-4- [3, 5-tfx (hU7ji/tP^^) ^>v^;i/] ;&;paf?u >- 2 ->f ;n 
x^;K) xkn C(2S) - 2 -fc^atf^j* h*^l ^>?>- i, 4' -tf^u 

y>3g (3. 9 5mmol) ^ V > 1 0 mUcM L , ^r^^))V^Uy^^ 

4 0 6 mL (4. 7 4mmol) £JPx.fco ~7^f J^il/A7 5 F^llitiJP;^ gi&fcT 

2 0#HiJfc#b, ifcl:WJ^D5'f H*l 6 9 AiL (1. 9 8mmol) flPx.2 

^>\z2 o^mmwvfco ms.~fmm^m^vr^mm^mt^9-u> 1 oil 
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rnvtcmm*, *ii5 8aT#5tife4- (^^75;) 1 -jt—jv 

Ittt hUxfJl'7 5> 1. 9 3iL (1 3. 9mmol) (Dmt^^Uy ( 5 mL) 

tfyy a - (itBil : iix^ji//if^ ? i/ ^ ; - j^= 5 / 5 / o ~ i ) 

HT«iU, 2 - [ ( (2S) -1' - {2 - [ (2R) -4 - [3, 5 - (b 
'J7^n^^W ^>V^;P] - 2- (3, 4-y^DD7i-JW ^6^* U > 
-2--OU] :n^;W -2, [^>^>-l, 4' -fcf^Ui? 

>] -2-^;i/) ^-^r->] — N — (4-kFn + y7fJW -N-^fJV7th7 
5F*1. 8 9 g (JRSpl 5 7%) ntzo 
#&n^2- [ ( (2S) -1' - {2 - [ (2R) -4- [3, 5 - l£X (b 

U7Ji/tD/^) ^>y-r;p] - 2- (3, 4-7^/0071^) ^:;i/^u> 

-2--OI/] X5P;W - 2, C-f>^>-l, 4' -H^U^ 

>] -2--f;V) sf^S/] -N- (4-kFD^y7"fJV) -N-^^7th7 

5 F^tii^2 omimmv, 1 mMmwt7kmm 2 oil TiaisfTofc.ffix 

^Jg^^zKBlE^h U^AT?lfc«ILfcO^, SffTW^SSUfe. f#e»ti7cT 
TX^n -^\^r-y->^JPXT51Xb> Umik&m 1 . 8 9 g : 96%) 

1 H -mm^^m^ ^ # h ;K400MHz, CDCI3) <5ppm : 8.20-7.14 (10H, ra), 
4.37-1.53 (34H, ra) . 

mnm.MX^2 bJl v max era" 1 (KBr) : 3407, 2930, 1649, 1474, 1439, 1376, 1281, 
1185, 

1139, 1108 

■777,^7 WMFAB) m/z : 844 ((M+H)\ 7 U — #0 
TuHt^DHil (C 41 H 4 5C1 2 F 6 N 3 0 5 -HC1-H 2 0 tLT) 

ItJMifiCiO : C:54.77, H:5.38, CI : 11. 83. N:4.67. 

MM^.(%) : C: 54. 92, H:5.47, CI : 11. 59, N:4.59. 
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imiMM 5 9] 2-[((2S)-l'-{2-[(2R)-4-[3, 5 -tfX (F 
'J7Mn^^) ^>V^A1 -2 - (3, 4-^DD7x-JH ; 6;i/*U> 
-2--r;H X5P;W -2, 3-^fcFnxtfn [-f l, 4' -tr^us? 

>] -2--f;V) ^v] -N- (4-tFn + ->7fJk) -N-^^;i-Tir h7 
5 F (M^it^mm^ 2-418) 

*MH58T#6nfe2- [((2S) -1' - {2- [(2R) -4- [3, 5- 
HX (h'J7J^n^5 1 jV) ^>VW;P] -2- (3, 4-y^nD7iZj|/) •=£ 
;i/*U >- 2 --r;i/] X^;ix} -2, 3-ytFnxtfn K>^>-1, 4' - 
fc!^Uv ? >] -2--T;i/) rf^rv-] -N- (4- 1 Fn^y7*fW -N-;*^ 
7tb75 F Sit 600 mg(0.68 mmoD^ftX^JP 50 mL f§frm 
HzkSt^ F U ^7A7jcM 100 mL, ISfn^«*TJli^# 

^isibfc. MffiTW^^*b, mmt-sm 575 mg (»: 100%) 

1 H F;P (400MHz, CDC1 3 ) <5 ppm : 8.10-7.10 (10H, ra) , 
4.70-1.20 (34H, m) . 

m^m^^^^7 b)l v max cm" 1 (KBr) : 3431, 2928, 1645, 1473, 1440, 1375, 1281, 
1184, 1138, 1097, 1030, 905, 756, 707, 681. 
-x'XX^ F;MFAB) m/z : 844 (M+H) + 

Ttmmnm. (c 41 h 45 ci 2 f 6 n 3 o 5 -o. 5h 2 o tit) 

nYMm.(%) : C: 57. 68, H:5.43, CI : 8. 31, F: 13. 35, N:4.92 
: C:57. 49, H:5.34, CI : 8. 39, F: 13. 73, N:4. 85 

imfam 60] 2-[((2S)-l'-{2-[(2R)-4-[3, 5 - tf X ( F 
'j7Mn^fJW ^>VW;i/] - 2- (3, 4-^DD7i-Jl/) =E)\>**)> 
-2--r;H X5P;W -2, 3-^h:FDXtfn 4' -tf^u^ 

>] -2-<;i/) -N- (4-hFn^->7^) -N-^?JI/7th7 

$ f 1/2 mm mm^mm^ 2-418 1/2 

^SSt^J 5 9T#6nfc 2 - [((2S) -1' - {2 - [(2R) - 4- [3, 5- 
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fcfx (h'J7Mn^fjW ^>V^ )V\ -2 - (3, 4-'^nn7i^) ^ 
;1/tJnU >- 2 --f x^;W -2, [-r>5*>-i, 4' - 

t!^ue?>] -2--r;i/) ;r^>] -n- -N-^;i/ 

Tiz h75 H 100 mg(0. 12 mmol) £x^ J — ;i/ 2 mL JdtfFjWS*, 2kifrT 4 &3£Bit& 
30juL(0. 12mmol)^in^-fc, MflETM£M5& ^fBYb-^tl 104mg(iR^: 9 8%) 

^-ill^iX^i' (400MHz, CDC1 3 ) 5 ppm : 8.00-7.00 (10H, in) , 

4.40-1.40 (34H, m) . 

f^P^JKX^ MI/ v max cm -1 (KBr) : 3412, 2932, 2561, 1649, 1474, 1439, 1376, 
1281, 1139, 1029, 905, 758, 681, 620. 
x'XX^ h;KFAB) m/z : 844 ((M+H)*, 
7C*##Ht (C 41 H 46 C1 2 F 6 N 3 0 5 - 0. 5H 2 S0 4 -H 2 0 iUT) 

fUfffiCX) : C: 54. 01, H:5.31, CI : 7. 78, F: 12. 50, N:4.61, S : 1. 76 



mMmiX) : C: 53. 54, H: 5. 13, CI : 7. 94, F : 12. 53, N:4.51, S : 1 . 88 

[«M6 1] 2-[((2S)-l'-{2-[(2R)-4-[3, 5 -HX ( b 
'j7Mn^fJW ^>VW;H -2 - (3, 4-y^DD7i-)l/) ^;v*u> 

-2--r;H x^;i/} -2, 3-^tFnxk°D i^y^y-i, 4' -tf^Uv 5 
7?JHI (#il^fb 2-418 

mMM5 9T§5nfc2- [((2 S) -1 ' - {2- [(2R) - 4- [3, 5- 
h:X (h'J7^tn^^V) ^>y-f;H -2- (3, 4-y7nU7x^) ^6 
;i/*U >- 2 --OP] X^W - 2, 3-^t HnxHn [-f>^r>-l, 4' - 
fcT^lTS?>] -2--f;W -N- (4-tFD^y7fJW -N-p<^;P 

7th75 F 100 mg(0. 12 mraol) / — ;i/ 1 mL \Z : mM^^:, 7~?)VWt 14mg(0. 12 

mmoo^tn^fco m&rmm&mikv, mmt^m \u mg mm : 100%) §e 

'H-SI^ft^^i' h;K400MHz, CD3OD) <5ppm : 8.20-7.30 (6H, m) , 7.25-7.10 
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(4H, m), 6.71 (2H, s), 4.45-2.80 (24H, ra) , 2.70-1.40 (10H, m) . 
3^fflfcJRX^ b)V v max cm" 1 (KBr) : 3407, 2932, 2561, 1710, 1649, 1474, 1439, 
1376, 1281, 1185, 1139, 1029, 983, 905, 757, 681, 648. 
TXX^i' WKFAB) m/z : 844 ((M+H) + , 7U-#) 
Ttmfrffim. (C 41 H 45 C1 2 F 6 N 3 0 5 -C 4 H 4 0 4 -H 2 0 tLT) 

tM*ffi(X) : C: 55. 22, H:5.25, CI : 7. 24, F: 11. 65, N:4.29 

mmm(%) : C: 55. 17, H:5.14, CI : 7. 42, F: 11. 56, N:4. 17 

LmMM6 2] 2-[((2S)-l'-{2-[(2R)-4-[3, 5-fcfX (b 

U7JWn^fjp) ^> - 2- (3, 4-^no7i^) ; e;1/3 J nU> 

-2--f;H x?;W -2, 3-5^fcFnxtfn [-f>^>-i, 4' -tf^Uv 5 
>] —2 — T t+y] -N- (4-tHn^>W) -N-/^7-feh7 
5F L- ( + ) -SHSt 2-418 L- ( + ) -JS^tS) 

5 9T§5<lfc 2 - [((2 S) -1' - {2 - [(2 R) - 4- [3, 5 - 
tfX (hU7MD/fJl/) ^>W;H -2 - (3, 4-i?^nD7xrjV) •=£ 

;i/*u >- 2 — r;i/] x^;w -2, 3-^tFnxtfn [-r>x>-i, 4' - 

tT^U5?>] -2--f;i0 ^^^>3 — N — (4-kFD^>7'^) -N-;*^;i/ 
h7S F 100 mg(0. 12 mmol) £x^ J — ;i/ 1 mL IzMMZ-ft, L — ( + ) -MS 
& 18 mg(0. 12 mmol) iET^l^fSb, «E'fb'&* 118 mg OK*: 1 

00%) &a«tiT#fc. 

1 H - ^ ^ h ;i/ (400MHz, CD 3 0D) <5 ppm : 8.20-7.10 (10H, m) , 

4.50-1.40 (36H, m) . 

f^^JKT^^ v max cm" 1 (KBr) : 3321, 2932, 2560, 1734, 1648, 1438, 1376, 

1281, 1137, 905, 681. 

h;KFAB) m/z : 844 ((M+H) + , 7U-#) 
7G*#*HI (C 4I H 45 C1 2 F 6 N 3 0 5 -C 4 H 6 0 6 -H 2 0 i IT) 

mWm(%) : C: 53. 36, H:5.27, CI : 7. 00, F:11.25, N:4. 15 
: C: 53. 29, H:5. 14, CI : 7. 36, F:11.04, N:4.03 
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mmW6 3] 2-[((2S)-l'-{2-[(2R)-4-[3, 5 - If X ( h 

U 7 )i-3ru*?-)V) ^>v*-Y;H - 2- (3, 4-^^nn7i-JW ; e;v*U> 
-2 --OH x?;H - 2, [-T>^>-1, 4' -tf^Ue? 

>] -2--T;W) ^4^>] -N- (4-tFD^->^) -N-p<^;i/TiZ hT 

sF 7W >mtfe (^i^-gr^-^ 2-418 >mm 
mmm 5 9-e#5nfc2 - c((2s) -1' - {2 - [(2 r) - 4- [3, 5 - 

k?x (biJ7J^n^^) ^>W;i/] - 2- (3,. 4 nn^aiii;!/) ^ 
JV*'J >-2-^JH x^JH -2, 3-ykFnxk°n [^>t>-1, 4'- 
tf^U S>>] -2-<;i/) -N- + -N-^^)V 

T± h75 F 200 mg(0.24 mmol) y — ;V 2 mL ^l/-f 27 

mg(0. 24mmol)^JP^7c 0 MffiTM^MS ffilBfl^tl 227 mg (» : 1 0 0 %) 

^-^MSC^JlX^ h;i/ (400MHz, CD 3 0D) <5 ppm : 8. 20-7.40 (6H, m), 7.25-7.10 
(4H, m), 6.26 (2H, s), 4.45-2.80 (24H, m) , 2.65-1.40 (10H, m) . 
mW-mii&X^Z b)l v max cm" 1 (KBr) : 3424, 2932, 2574, 1648, 1582, 1476, 1376, 
1281, 1 186, 1138, 1029, 905, 865, 757, 707, 681. • 
YXX^^ h;KFAB) m/z : 844 ((M+H)\ 7U-#) 

jtmfi-mm. (c 41 h 45 ci 2 f 6 n 3 o 5 -c 4 h 4 o 4 -h 2 o tit) 

ttt£4t(%) : C: 55. 22, H:5.25, CI : 7. 24, F: 11. 65, N:4.29 
&MQL(X) : C:54. 94, H:5.06, CI : 7. 38, F: 11. 53, N:4. 19 

[|M£ r !!6 4] 2 - [ ( (2S) -1' - {2 - [ (2R) - 4- [3, 5 - If 
X (h'U7MD/f;l/) ^>VW;I/] -2 - (3, 4-^nD7i-^) ^ 

*U>- 2 --r;p] x?;H -2, K>^r>-1, 4' -if 

^U>?>] -2--r;i/) rt^F-vO — N — (3 — fc Fn^yT'DtlJl') -N-*^ 
7th75F 1ft (M^'fb'a-^#^2-417 111) 
ClM#!l6 4a] 3- (^?jP7S7) :7°n/\° > - 1 - — ;i/ 
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4 -75 J -funy- 1 -Or— )V 2g (0. 0 2 7mol) 5 8 a tii 

{ClMJ&^fTV^ WEflS'&tt2. 7 7g (JR$S8 3%) 

^-M^^^HtX^^ h;K500MHz, CD 3 OD) (5ppm : 3.70 (2H, t, 5.9 Hz), 3.12 
(2H, t, 7.1 Hz), 2.70 (3H, s) , 1.91-1.85 (2H, m) . 

[MM 6 4 b] 2 - [ ( (2S) -1' - {2 - [ (2R) -4- [3, 5- 
t:X (bU7JPtn^fjW ^>VW;H - 2- (3, 4-^^nn7i-W ^ 
;i/*U >- 2 --Til/] X^P;W -2, [-T>^>-1, 4' - 

tf^U^>] —2 — T Jk) ^-^S/] — N — (3-t Fn^y7°nt°JP) - N - ;* 9^ 

juthj^H mnm. 

mmm 2 7 b t# c nfc 1- (2 - K2R) - 2- (3, 4-^007 i^jh 
-4 - [3, 5 -Ex (hU7Mo^^) ^>y-r;i/] t;i^u y- 2 --f ;w 
x^jl/) xtfn C(2S) - 2 -#;i/^~>^ b^>] -r>^">-i, 4' -tr^u 

>>> 2. 86g (3. 7 6mmol) iHlf!l6 4 al?#6tlfc3- (^^757) 
y°D/N°>- 1 -t-JHit$fflV^T»i 5 8b ^RtlCDKJ&^m^ 2 -[((2 
S) -1' - {2 - [ (2R) -4- [3, 5-tfX ( h U 7^D^f ^> 
lAOH - 2- (3, 4-y7nD7i^) U > - 2 - -f )V\ 3L^M - 

2, 3-^tHn^tfn [-r>^>-i, 4' -tf^u> ? >] -2--r;p) a-^.^] 

-N- (3 - t Fo^->7*o t!;i/) -N-^?Jl/7th75 HI. 62g (JR* : 
5 2%) 

»6tl&2- C ( (2S) -1' - {2 - [ (2R) -4 - [3, 5 - HX (h 

U7Mn^fW ^>v > -r;v] - 2- (3, 4-^7DD7iiiW : e;p*u> 

-2--f;H XfJl/} -2, 3-^kFDXk'o i-i >y : >- 1, 4' -fcWJv' 
>] -'2--r;i/) ttis] -N- -N-7<fJV7th 
75 Fl g (1. 2mmol) %^MM 5 8 b h |W|#©^La^frV^ *BBfl3-&* 9 5 6 
mg (JR2£9 2%) Sa-fiH#-C#fc. 

1 H - tSf^^C*n*X. ^ i7 h ^ (400MHz, CDC 1 3 ) 6 ppm : 8.10-7.12 (10H, in), 
4.45-1.64 (32H, m) - 
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|5^MX^^7 h;v y max cm -1 (KBr) : 3384, 2927, 1649, 1474, 1439, 1376, 1282, 
1185, 1139, 1 109 

VXX^ h ;KFAB) m/z : 830 ((M+H)\ 7'J-#) 
7G*##r« (C 40 H 43 C1 2 F 6 N 3 0 5 -HC1-2H 2 0 tUT) 

tH**t(%) : C: 53. 19, H:5.36, CI : 11. 78, N:4.65. 

mmm(%) : C:52.54, H:5.04, CI: 11. 27, N:4. 43. 

mnm 65] 2 - [ c < 2 s > - 1 ' - {2- c ( 2 r ) - 4- [3, 5 - tf 

X (h'j7JVtn^^) ^>V-r;i/] - 2- (3, 4-y^nD7i-JV) ^EJl/ 
^U>-2--r;i/] - 2, 3-^tFn^tfn K>^>-1, 4 ' - tf 

~J>1 - 2 — r;i/) *^^>] -N- [2- (2-kFn^>Xb^v') If 
;H -N-^fJP7th7SH fitt (^!l^'fb'&%#^-2-422 tit) 
[|H«!J6 5 a] 2- [2- If^>] 3L&J—)V Wt 

2- (2-7$;xf^-» I^;-jP2g (0. 0 1 9mol) 5 8 a 

£ fx HfB-fb^-^l. 99g (JR*6 7 %) £#fc 0 

^-M^sfcMtX^ h)V (500MHz, CD 3 0D) <5ppm : 3.75-3.70 (4H, m) , 3.60 (2H, 
t, J=4.4), 3.22 (2H, t, J=4.9Hz), 2.73 (3H, s). 

immm 65b] 2 - [( ( 2 s ) -1' - {2 - [ ( 2 r) -4- [3, 5 - 

tfx ( h U x jvtn^? ^s>v^;v] - 2- (3, 4 -5?^ n n^cxx;!/) 
;]/*U >- 2 xfJH - 2 , 3 ->?fc Hnxbfn [-T >^>- 1,4'- 

k^'Jv>] —2 — T 3-^>] -N- [2- (2-tFn + e/Ih + y) X 

f;i/] — N — ^fJV7t h 7 5 H 

M#iJ2 7 b-e#e>nfcl - (2 - {(2R) - 2- (3, 4-y^DD7i-W 

-4 - [3, 5-hx (hU7Wo^^) ^>y-r;n ^;k*u >- 2 
x^;i/) xt°n C(2 s) -2 h^~>] -r>^>- 1, 4' - tf^U 

i?> lOOmg (0. 1 3 6mmol) tmMM 6 5 a 7M# S tlfc 2 - [2- (jrt? 1 
Jl/7 5 /) X. X37 7- J«S1 0 6mg (0. 6 7 8mmol) ^Jl^T* 
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mm 5 8b izmm<DRi&&fTte. 2 - c ( (2s) - 1 • - { 2 - [ (2 r) -4 

- [3, 5-tfX (h'J7Mn^fJP) ^>VV;H -2 - (3, 

7i^ii-) ^VtfcU >- 2 --OH x^OW - 2, 3-^tFnxtfn [-r>^> 

-1, 4' -k^U^>] -2--O10 r***^] -N- [2- (2-kFn^~> 
If + y) X5^;H -N-^^T-fe h75K68. 2mg (JK^ : 5 8%) 

#&nfc2- C ( (2S) -1' - {2- [ (2R) -4- [3, 5 - tfT. (h 
V7)V3ru^?-)V) ^>v*-OH - 2- (3, 4-^^nn7i-M ^ Jy U > 
-2-<;i/] x^JH -2, 3-yt Hnxt°n [-f>^>-l, 4' -fcWJi? 
>] -2--OK) ^-^r~>] -N- [2- X^;y] - 

N-^5^;V7th7S H6 8. 2 m g (0. 0 7 9 ramol) ^^b^^l/>5mL^ 
il> 4lMyW>ltO. 2mUltTbfc 0 iJ£TiISISb> 
fc7 : EJU7 TX^n -^\^rit>^JnAT.5mU^i2'fb'&^ 6 3 . 6mg (4X^8 
9%) ^fifel^iLTifc. 

1 H - ^M^i^ n*X ^ ^ h ;V (400MHz, CD 3 0D) 6 ppm : 8.07-7.14 (10H, m) , 
4.46-2. 1 6 (34H, ra) . 

mtn-WiUZ,^? b)V v max cm"' (KBr) : 3384, 2927, 1650, 1474, 1439, 1376, 1282, 
1185, 1137 

"?XX^7 MKFAB) m/z : 860 ((M+H) + , 7 U — #0 

E^M^J 66] 3 - (1- {[((2 5) -1 ' - {2 - [(2i?) -4- [3, 5 
-fc?X (hUy^D/fJl/) ^>VV;i/] -2- (3, 4-y7nD7xXJP) 

^e;I/*u >- 2 --OH X50W -2, 3-^kFn^tfn [-r>-^>-i, 4' 
-k°^ij^>] -2--Oy) ^v-Tiz^OH fcf^U 4 --OH 7"nA>- 

1-^-— ^ mi m^ik&mmn 2-583 ±tm^) 

[W!i6 6a] 3 - tf 4 -^)Wuny- 1 ;i/ 

4 - tf U v ? >7°PA°y'— ;i/ 1.00g<7. 29mmol)£3&5£ im7K?§$0-^?U ^ 
206 mg ^UP^., ^JE7K*^H^~F, 1 2 B#P^*§Jt#L7io SJ&^-fe^-f 
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U WflB-ft:^* 1.31 g OK* : J£*W> &efi@#iLT#fc. 
'H-tllftlx^^ h;K400MHz, CD 3 0D) <5 ppm : 6.45 (2H, t, J = 6. 5 Hz), 
3.42-3.33 (2H, m) , 2.96 (3H, brt, J=12. 5 Hz), 1.96 (2H, brd, J=13.7 Hz), 
1.68-1.50 (3H, m), 1.44-1.30 (4H, m) . 

0W-WlWXH7 Ml/ v max cm" 1 (KBr) : 3440, 2945, 2851, 2802, 2687, 2625, 2493, 
1585, 1453, 1391, 1102, 1042, 978, 956, 592, 514. 
h ;KFAB) m/z : 143 (M + \ 7'J-#) 

immm 66b] 3 - ( 1 - {[((2 s) -1 * - { 2 - [(2 - 4- [3, 

(h'J7MD^fJH ^>V-r;H -2 - (3, 4-^D07i-W 
^;i/^U >- 2 --f;H X^jW -2, 3-ykFo7k°D [-T>^>-1, 4' 

-tf^u> ? >] -2--r;i/) ^-^>-T-fe^;v] bf^u s>>- 4 — r ;w 7°oa>- 

mMM2 7 btfe-tlfc l-(2-{(2R)-2-(3, 4-^i7DD7x-JW 

-4- [3, (h'j7MD^fji/) ^>v^;p] ^e^^u >- 2 --r;p} 

X5P;H 7k"D [(2 S) - 2 -#;^=^>p< h*isl -i>y>- 1,4' -tf^U 
>*> 2.02g (2.67mmol) , N - p< ^)V^z)V^ U > 881 m L (8. 02 mmol) Stfrffc ^ 1/ > 
40mL tC^^U, ^iWF, ^ n d ^xg^ 263 /z L (2. 94 mmol) &1M?L, 15^ 

mm^vtco KBrnrnz-mmme & bT-#e>n7c 3-k°^u *j>-i— nv?un>-\- 

■t-JP 720mg(4.01mmol)^>Jc^T^Tl)P^7Co MiItlS$«E tSxfJl/ 

(^m^:S1^mx^;i//p<^y-^ = 88/l2) fcTffifjSlU 3 - (1- 
{[((2S) -1 ' - {2 - [(2i?) - 4- [3, 5-E7 ( MJ ^^^n^^^) 
^>VW^] - 2- (3, 4-7^nD7xZJl/) ^E^tJn U >- 2 --T;H x^;M 
-2, 3-ytFn7k°o [-f>^>-l, 4' -tf^U^V] —2 — T 
S/T-fz^;ix] fcf^U V>- 4 --f ;W 7 p n/1>- 1 -pT— ;i/ 1. 82g £#fc„ 
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ffStlfc 3- (1- {[((2 5) -1 ' - { 2 - 1(2 R) -4- [3, 5-fcfX 

(by y )V*u )V) ^>V-r;H -2- (3, 4-y^nn7x-ji/) 
U>-2--r;H x^;W -2, [-f>^>-i, 4' - fcf^ 

ys>>] -2--r;w ^-^~>Tii^;n tf^u > 5 >- 4 --r;w 7°n/\°>-i-t 

-i^tilfJP 40mL ^MjL 4^a^-mm^^^it> l.OOmL ^iP^.fco MBE 
T«$f*t^ 3OmL0n-^>-iSxfjP (1:1) ^Jin^T^bfe. 

#e»nfe^^^^b^^i/>-^^+f-> j; omtjRu mtzik&m i.98g (jr^ : 

77%) ^eWibTiL 

^-^SI^^^X^^ h;K400MHz, CD 3 0D) <5 ppm : 8.14 (1H, brs), 7,98 (2H, 
brs), 7.62 (1H, brs), 7.70-7.45 (2H, m), 7.27-7.10 (4H, m) , 4.45-0.85 (38H, 
m) . 

S^MX^ h )V v max cm -1 (KBr) : 3422, 2931, 2861, 2555, 1647, 1473, 1457, 
1440,1376, 1280, 1242, 1185, 1166, 1139, 1110, 1029, 904, 758, 681. 
YXX^^ HHFAB) ra/z : 884 ((M+H) + , 7U-#)' 

Ttmfrmm (c 44 h 50 ci 3 f 6 n 3 o 5 -o.5h 2 o tit) 

: C : 56. 81, H:5.53, CI : 1 1. 43, F: 12. 25, N:4.52 
mmm(%) : C : 56. 78, H:5.80, CI : 11. 37, F: 12. 22, N:4. 36 

imnme 7] 2 - (4-{ c((2s) - 1 • - {2 - [ (2 r) - 4- [3, 

5-tfT. ( h U ^ )V-^u^9-)V) ^>V^)V~\ - 2- (3, 4-^nn7x~JH 
^;i^U >- 2 — -OH JL^)l>) -2, 3-^tFDXh°D [-f'>7*>-l, 4' 

_H^u> ? >] — 2--010 a- 3^] x-fe=ow tr^9s?>- 1 —010 x^y 
m&tft (rd^4t:^-#)#-^2-6i4 mm) 

mtMM2 7 bT?#&nfc 1- (2 - {(2 R) - 2- (3, 4-^on7i-W 

-4- [3, 5-t'x (hU7ji/tn^^) ^>i/-on ^e;i/^u >- 2 — ow 
x^;u) xifo C(2 s) - 2 -*;p#^r^^ h^->] -r >y>- 1,4' -tf^u 

i?>12 0mg (0. 1 5 8110I) fU> 5mUzmM U U n 

7^ F2 7 /iL (O. 3 1 6mmol) £j&n*.fc. >?^WM75 FS1 flSJn;*.* & 
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&„ ^(Dmmz i - (2-hFD+>'i^) t°^^^>*^Tb 3 oftmmwis 

X?J|//M^^^>/^^;-^= 5/5/0-2) CTilb, 2- (4- 
{ [ ( (2S) -1' - {2 - [ (2R) -4- [3, 5-HX (h'J7MD^ 
^>W;H -2 - (3, 4 -y^no7i-JW ^E^^'J >- 2 --OH 
X?JH -2, [-f>^>-l, 4' -t°^'J^>] -2--T 

;p) ^-^v] tf^^5^>- i --f;i/) i^;-M6 0mg 0R^4 

4 %) #fe 0 

#e»nfe2- [ ( (2S) -1' - {2 - [ (2R) -4-r [3, 5 - tf * (b 
'J7Mn^^) ^>y'-f - 2- (3, 4-y^nD7x-JW ^tfU^ 
-2--f;i/] -2, 3-yhFn7fn [-f>^>-l, 4' -t°^U>? 

>] -2--f;» ^~>] -N- (4-tFn + y7f;V) -N-^^^T-fe hT 

5 F^IM^l^ 5mL 4 ^MS^^It >i» 0 . 2 mL ITIL M 

'^5 0mg (M:8 0%) lefiBftilTiL 

'H-fe^l^i^HiX^^ h;K400MHz, CDC1 3 ) 5 ppm : 8.28-7.95 (3H, m) , 7.70-7.15 
(7H, m), 4. 65-1. 66 (35H, ra) . 

m^vRI&X^P b)b v max cm" 1 (KBr) : 3342, 2927, 2578, 1649, 1473, 1439, 1376, 
1282, 1139 

^77^^ MKFAB) m/z : 871 ((M+H) + , 7 U — #0 
ytm^m. (C 42 H 46 C1 2 F 6 N 4 0 5 - 2HC1 -H 2 0 ill) 

: C:52.40, H:5.24, N:5.82. 

: C:52.54, H:5.04, N:5.43. 

[^MM6 8] 3 - ( (2R) -1- { [ ( (2S) -1' - {2 - [ (2R) 
-4- [3, 5-t*7 ( h V y^^TU^^-Jb) ^>W^] - 2- (3, 
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dd7i-;» tJV^V >- 2 --r;i^3 x^;H -2, 3-^tFnxt°n [-T > 
4' -b°^u^>] -2--r;i/) ^-^->] T-feg^H tfnu^>-2 
— T ;iO :/n/\°>- i -3r—)V (M^b^r^#-^2-574 itHii:) 

[»J6 8a] -^>v?;P (2R) - 2- (k Fo^->^ t°DUy>- 

i -#;v4^>i/— h 

(2R) -t°DUS?>-2 --1)V*&S — )V2 g ( 0 . 0 1 9 8mol) ^SSxf 
;P2-0mLte*#L, 7^2 Oml^m^mWVrc. Z^mW7km± h U V A 3 . 3g 
(0. 3 0 mol) £JN3^L 5^>^»#m, ^>^^Dn^JM-h4. 2 4mL (0. 

0 3mol) £$TFU 5 B#^»#bfco #mx^^B^« 7 Xgtm^- h U ^ATf^^b 

1 H-mmn,^m^^<- & hJl (500MHz, CDC1 3 ) 6 ppm :7. 55-7. 28 (5H, m), 5.16 (2H, 
s), 4.12-3.90 (1H, br), 3.83-3.33 (4H, m) , 2.19-1.51 (4H, m) . 

[mWiffl 6 8 b] ^ (2R) - 2 - zK^5;Hf D U S^> - 1 - ^M.^v' 

mnm 6 s a-en (2R) - 2- (tHn^^) trnu 

1 -%)Utf3rz/U— b 1 g (4. 2 5mmol) *mt*^U> 1 5iLC|ftb, 
^TSI^ b7c,, ^^^\Dess-Marti n^;i/H — i?^> 1 . 9 8 g (4 . 

6 8mmoo ^jn^t, 2^i#bfc. mmikwykmi-bv vA7kmm, ^n^-^rrn 

Wtf-hVy&TkmWt (2eq. ) §»i3 0OT#bfcI> Mfl^^t/>1:3® 
atH^tT-pfeo mfc^5ri/>Jf £3S7.R«^ ij e,i,Tfellfc©^> MffiTM 

[Hl'i6 8c] ^>^;i/ (2R) - 2- (3 -Xh^v--3 -^-^y^D^° 

-i-x-;i/) tf a u >?>- 1 h 

b U x^;i/z)sX^y T-fe^— h 9 2 9 ML (4. 6 8mraol) ^h^fc H077> 
1 5mUcMU mmmm^T- 5 OtTWlft^S, l. 6M n - 7^Jl> U 
5P^A ^it>^$?3. 1 9raL^ 5^^/&ntT?jtTb, 2 0W#bfc. f0 
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(:*l^j6 8 b-e#5tifc<>^jv (2R) - 2 -*;r;^o'J i?>- 

1/5) fcTflfSJb, «WB4blir%£ (E) , (Z) #©fi-&*rC 1 . 13g (JR* 
8 8%) 

CHM0!l6 8d] ^>v?;i/ (2R) - 2- [ (IE) - 3 - k Ho + y7'D7° 

*WJ6 8cT"#5nfc^>^ (2R) - 2- (3-Ih^>-3-W 
7°o7- 1 - Jl-;i/) h°nUy>-l-^^yl/-h 2 8 3mg (0. 9 33 
mmol) §Th7tFD77>5mLCi#U, iiiffl^T - 7 8 'CT'l^ b & 
1. 0 1 MTKStteSM V7fJl/7JR-7A h;i/X>i« 1 . 8 5 mL ( 1 . 8 7 
mmol) S5^IH*ltT»Tbfc. 1 Wlflim^ ^«*l»5feb, zKSlfltr^ 

o < DiiD7<.^^>^bfeo *tWKx^;p*jn^.ttffliftf^*fifv^ #ix?)H§ 
#S*«EBfe^hU ^ATftSlbfc©^, «ffiT£Fi«£@*bfc. #e»n7c^s^->u 
*^kiJ7Ai'OYhy f 77>f- (iM : f lX?^/A^f->= 1 / 1 ) 
TfilSSb, S?8B'fb-&4*l<£ 1 3 5mg OK* 5 5%) #7c = 

(E) # 

'H-MI^PIT;^^ h;i/ (400MHz, CDC 1 3 ) <5ppm : 7.49-7.25 (5H, m) , 5.80-5.55 
(2H, m), 5.26-5.00 (2H, m) , 4.50-4.30 (1H, m) , 4.19-3.88 (2H, m) , 3.52-3.34 
(2H, m), 2. 11-1. 67 (4H, m) . 
(Z) # 

l H h;K400MHz, CDC1 3 ) <5ppm : 7.64-7.25 (5H, m), 5.89-5.82 
(1H, m), 5.39 (2H, t, J = 10.5Hz), 5.16-5.08 (2H, dd, J = 32. 0, 12.5 Hz), 4.86 
(1H, m), 4.53-4.48 (1H, dd, J = 12. 3, 8. 8 Hz) , 3.94-3.90 (1H, m) , 3.59-3. 30 (2H, 
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m), 2. 14-1. 52 (4H, m) . 

[WJ6 8e] 3- C (2R) - t! D U 3? > - 2 - -f ;H ^n/^-l-t- 

Hii 6 8 dTrf#£>tlfc^>>^ (2R) - 2- C (IE) 
furf- l -x-;H fcf d'J l h £x^ y 5 mUzmB 

i, A°^i?«j7AM*i o % 5 omgmuLfc&£7kmmmm<Tmv<MWi'fco 1 

^-mmn.^m^^^ WK500MHz, CD3OD) <5ppm : 3.61 (2H, t), 3.44-3.51 (1H, 
m), 2.27-2.21 (35H, m) , 2.12-1.99 (2H, m) , 1.84-1.76 (2H, m) , 1.69-1.60 (3H, 
m) . 

KIi6 8 f ] 3 - ( (2R) -1- { [ ( (2 S) -1' - {2 - [ (2R) 
-4- [3, 5-HX (h'J7Mn/^) ^>V*<;H - 2- (3, 

nn7xz^) t;^U >- 2 --r;i/] x^;W - 2, 3-^tFnxtfn [-f > 
x>-i, 4' -tf^Uv>] -2--r;v) ^-^->] T-t^;w 2 
— r;v) ynA°>- i ;p ttt 

mMM2 7 b-Trt#6nfcl - (2 - {(2R) - 2- (3, 4-y^nD7iZJl/) 

-4- [3, 5-H7 (hU7Mn^^) ^>vV;H ^e;i/*u >- 2 -<;w 

x^;i/) x t°n [( 2 s) - 2 -%)Vtf*->* h^~>] -f 1,4'- H^U 

200mg (0. 26 3mmol) tmffiiM 6 8 eTf 5tlfe3 - [ (2 R) - 
if n u 3*>- 2 --f ;v] yn/\°> - i ;]/i«m£Ji^TllM#<J 5 8b tlHiS 

<Z)MJS'£frV^ 3-'( (2R) -1- { C ( (2S) -1' - {2 - [ (2R) - 
4- [3, 5-l£X (>U7JktO/^) ^>y-Y;H -2- (3, 4-S^D 

□ 7i-^) ^e;|/^u >- 2 --f ;H xf -2, 3-i^t FDXtfn [-o^ 
>-l, 4' -t:^U^>] -2--r;io a-*^] T-fe^;H fc!ny^>-2- 
7o/\>-l-t-;H0 2mg (iK^:4 4%) £#/*c 0 
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#S*l&2 - [ ( (2S) -1* - {2- [ (2R) -4 - [3, 5 - (h 

U7MD^f^) ^>W>3 -2- (3, 4-^nn7i^JW ; e;i/^U> 
-2--f;H X5P;W -2, s-^tHDT.tfn [-r>-x>-l, 4' -t°^U^ 

>] -2--r;l/) ^-^r~>] — N — (3-fcFD^->7°nt» -N-^fJV7th 
75 H 1 g (1. 2mmol) miMM 5 8 b £ ^(D^LS^t^ WeStt^^ 9 8 m 
g («$93%) ^Q-fe@#:-Z?#fcc 

1 H - ilg* IX ^ ^ h ;i/ (400MHz, CDC1 3 ) <5ppm : 8.15-7.14 (10H, m), 
4.36-1.35 (36H, m) . 

fcW-PRiRX^P hJV v max cm" 1 (KBr) : 3401, 2931, 2559, 1646, 1281, 1 185, 1 139. 
■777^7 h;KFAB) m/z : 870 ((M+H)\ 7 U — #0 
TC^^tJfffi (C 43 H 47 C1 2 F 6 N 3 0 5 -HC1 tbT) 

gt#M(%) : C:55.44, H:5.27, N:4.51. 

mmm(%) : C: 55. 17, H:5.43, N:4. 47. 

[SlM^I 6 9 ] 2- (1- {[((2S) -1' - {2- [(2R) -4- [3, 5 
-tfX (hU7MO^^) ^>V*-01/] - 2- (3, 4-^70D7i^) 
^)U*V>-2 — r;H X^7I/} -2, 3-yhFa7fO [-f>^>-l, 4' 
-tf^U> ? >] —2 — T rt^rv'] T-fe^;i/} hf^U z?>- 4 — f JIO x^y — 

;i/ (#ii5^t^#-*§- 2-582 mmm 

mnm 27b t# stifci - (2 - { ( 2 r ) - 2- (3, 4-wuu7*. 
-4 - [3, 5-tfx (hU7ji/tn^^) ^>y-r;p] ^&;i/*u >- 2 --r;w 
x^;p) xt°n [(2 s) - 2 -#;P/)^>y h^>] -f >^>- 1,4' -fcf^U 
V> 200 mg(0.26 mmol) ^^^^ 4 mL fcJgfcpSii:, ^T^b^l* U )l> 

46 ML (0.53 mmol) ^IJUpLfz* ^^^^^7 5 F £ 1 SfiT3 0 #it# 

- tr^U i^>X^y — 68 mg (0. 53 mmol), h U X5^T$ > 110mL(0. 79 mmol) 
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£ti« :%Lfc* ^ U>/*3? 7-^=10/1) {CTltaSbfeo 

#6nfc2- (1- {[((2S) -1' - {2- [(2R) -4- [3, 5 - t:X 

(hU7;^n/^i/) ^>V^;H -2- (3, 4-^nn7i-iW 

u>-2--r;n -2, [-r>er>-i, 4' -tr^ 

ys?>] -2 — t m r-fe^w t^u^>-4--fjp) x.?/-)v&m 

fx?^ 20 mL lltM 50 mL, jfi5fiJ*ift*T?)B^ifc^b, ^7jc« 

SW3^^"#/ 129 mg mm : 54%) $efi@ftibT#fc. 

l tt-1fcW,%^%^^t7 WK400MHz, CDC 1 3 ) 6 ppm : 12.05 (1H, brs), 8.20-7.90 
(3H, in), 7.70-7.10 (7H, m) , 4.50-2.90 (23H, m) , 2. 80-2. 10 (7H, m) , 1.90-1.00 
(6H, m). 

fcftm.iUX^2 bJV v max cm" 1 (KBr) : 3414, 2926, 2560, 1648, 1473, 1440, 1375, 

1281, 1139, 1029, 985, 905, 757, 681. 

YXX^ bJKFAB) m/z : 870 ((M+H) + , 7'J-#j 

7C*##HKI (C4 3 H 48 C 1 3 F 6 N 3 0 5 • 1 . 5H 2 0 ill) 

if-JMft(%) : C: 55. 28, H:5.50, CI : 11. 38, F: 12. 20, N:4.50 
^M\%i%) : C: 55. 20, H:5.53, CI : 11. 24, F: 12. 53, N:4.33 

imMM7 0] 2 - [((2 S) -1' - {2 - [(2 R) - 4- [3, 5-tfX (h 

U7Wn^fjp) ^>v^r;H -2- (3, 4->?^Dn7x-)l/) ^e;1/*U> 
-2--CJV1 X3\>W -2, 3-^hFoxt°n C-O^-l, 4' -tf^U5? 
>] -2-<;i/) ^->] -N- (4-tFD + y7^) - N - 7 h 3r ~>Tiz h 

75 h m.mm. m^it^m^^ 2-460 ^m^) 

[»7 0a] 4- (^|>^>75 7) ^^>-l-^— ;k 
4-70^-1 -79 J — )V 1. 10 g (7. 19 mmol)£x^ / — )V 20 mL fcjgfl?31£> 
0-^^;i/t h*n + '>^75> t£m^ 4. 59 g(28. 8mmolK h'JxfJl/7 5> 6.02 
mL(43. 1 mmol) SJQ^., 7 0 < Ctr 2 BSMflMfcLifc. RJfcJftfcBEH^S 1 ;!'* ^JP^-> 3 
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- mmmm:Mnx.?-)i/*? ;-)v= 100/0- 50/50) \zxmm\^mm^m 52 m g 

(M : 6%) iMfiltltlTife, 
^-^am^ 0 !^^^ h;i/ (400MHz, CD3OD) <5ppm : 3.72 (3H,. s), 3.58 (2H, t, 
J = 6.1Hz), 3.11 (2H, t, J= 7.2Hz), 1.76-1.56 (4H, m) . 

^©iKX^ v max era" 1 (liquid film) : 3390, 2946, 2726, 1637, 1465, 1445, 

1035. 

h;KEI) m/z : 119 (M + ) 

mmm i ob] 2- [((2 s) - 1' - {2 - [(210 - 4- [3, 

(hU7MD^^) ^>VW;H -2 - (3, 4-^^nD7x-f) ^EJVtK 

U>-2--f;i/] x^;W -2, 3-^tFnxtfn K>^>-1, 4' -If* 
U5»] -2--D10 -N- -N-^h^X 

th7$F tit 

1- (2 - {(2R) - 2- (3, 4-y^/Dn7i^) -4 - [3, 5 - tfX 

(Mi y)\s*n*?-)V) ^>vw^] ^e;v*u >- 2 -f ;w x=p;i/) xt?n [(2 

S) - 2-t))VT$*z/* b*is~]^ 1, 4' -fcf^U >>> 200 mg(0.26mmol) 

tit-fb^-^itU ;P 46^L(0. 53 mmol)> Mi7 0 aTl#6tlfc4- (^h*y75 
7) ~?&>- 1 ;V 47 mg(0.40 mmolK h U X^PT 5 > 1 10 u L (0. 79 mmol) 

*m>T*JfiW6 9 £H«fcKJ&£frV:>, «SS'ft;-&* 86 mg (JR^ : 3 6%) 

x H-^a^^ B *X^^ h;K400MHz, CDCI3) <5ppm : 12.11 (1H, brs), 8.10-7.90 
(3H, m), 7.70-7.10 (7H, m) , 4.50-2. 90 (23H, m) , 2.85-2.10 (5H, m) , 1.80-1.50 
(6H, m). 

m^Wl&X^? h)l v max cm -1 (KBr) : 3394, 2936, 2555, 1649, 1473, 1440, 1376, 
1281, 1138, 1029, 905, 758, 681. 

h;MFAB) m/z : 860 ((M+H)\ 7>J-#) 
7G*#*Ht (C 41 H 46 C1 3 F 6 NA-H 2 0 tLD 

IMP fit (X) : C: 53. 81, H:5.29, CI : 1 1 . 62, F: 12. 46, N:4.59 
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nmm(%) : C: 53. 82, H:5.22, CI : 11. 31, F: 12. 40, N:4.59 

inMM7 1] 2-[((2S)-l'-{2-[(2R)-4-[3, 5 -HX (h 
U y )V^U^^)V) ^>V-i )V\ - 2- (3, 4-^^DD7iZJV) ; EJV*'J> 

- 2 --f X5F;W -2, [-f>^>-l, 4' -t°^U^ 

>] -2--r;v) :*^~>] — N — (5-tFn^^>^>^) -N-^^;i/T-feh 

75 F «m ($J5^b^#-^ 2-419 lit)' 
[^IW7 1a] 5-kFD^^>fMJVA7SF 
5-757-1 -^y$> J —)V 2.06 g(20.0 mmol) £ t'tx^^ 5 mL t^jS^it 

h^!7^- (^mM:«X^;i//^^/-;|/-100/0-70/30) ^TftMbfiifB 

1.90 g (IK* : 7 3%) §Itfe)ttt%t iTffc, 
^-^Itm^niX^^ b)V (4O0MHz, CDC1 3 ) <5 ppm : 8.14 (1H, s) , 5.69 (1H, brs), 
3.68-3.60 (2H, m) , 3.35-3.26 (2H, m) , 1.64-1.36 (6H, m) . 
^XX^^h;KEI) m/z : 131 (M + ) 

mmm 7 i atftsnft 5 - t h p^v-^>^;p*;i/AT5 h 1.90 g(i4. 5 

mmoD^^h^fc F077> 20 mL -fct^kJ^T 1 M zfc^b U f7A7JV5-^ 

A rh7tFD77>Ml7.4i»L(17.4iiimol)§iTl/, 9 0^1!2StFWb 
fe 0 -?-<75^> SMtMTfitth'JyAl 07Kfa# 28 g(87 mmol), *JJL^)\, 
x-^;i/ 20 mL £})nx.^-e 1 8R#FM#bfc 0 SjS«£-fe^-f h3iiis> MEET 

p<^>7^^y-;i//y > ; exT7i<=95/5/o- 80/19/1) Kxmmvmm^'Wi 1.36 g 

(« : 8 0%) ^MWfttbTffc. 
1 H-^M^^n*X^^ h;K400MHz, CD3OD) <5ppm : 3.54 (2H, t, J= 6.7Hz), 
2. 56-2.50 (2H, m) , 2.35 (3H, s) , 1.58-1.32 (6H, m) . 

m^m^X^y v max cm" 1 (liquid film) : 3377, 3306, 2936, 2862, 1646, 1537, 
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1477, 1387, 1313, 1073, 1055. 
^7,7,^2 MKEI) m/z : 117 (M + ) 

«Ii7 1 c] 2 - [((2 S) -1' — {2 - [(2R) - 4- [3, 5 - fcfX 
(f^J^n/^) ^>y-f;i/] -2— (3, 4-y^DD7i^) 

U>-2--f;H x^;H -2, [<>^>-l, 4' -tf^ 

U^>] -2--r;i/) pJ-^vO'-N- (5-kFn^y^>fJW -N-*9-)l>T 
th75F lit 

1- (2 - {(2R) -2 - (3, 4-^^OD7x^JV) -4 - [3, 5 - bf X 

(hU ^;i/^-n^^;p) ^>y-f ^jl/^U >- 2 --f;W x^;iO xtfn [(2 
S) - 2 -XJPtflris* h=^>] -f >*?y- 1 , 4 ' - tf^U ¥> 110mg(0. 15 mmol) 
tmt-t^V )V 25m L (0.29 mmolK miMffl 7 1 bTr#£>nfc5- (^^75/) 
^>^>- 1 -Or—)V 51 mg(0.43 mmol), b 'Jxf^JS > 91mL(0.65 mmoD^ffl 

^t^fii 6 9 tmmizRm&ft^, mMt-sm 29' mg (« : 22%) <&b6h 

^-tl^iX^^ h;K400MHz, CDCI3) <5ppm : 12.06 (1H, brs), 8.10-7.90 
(3H, m), 7.70-7.10 (7H, m) , 4.40-2.60 (29H, m) , 2.50-2.10 (3H, m) , 1.80-1.20 
(4H, m). 

*^©iRX^^h;i/ v max cm" 1 (KBr) : 3409, 2931, 2561, 1649, 1474, 1439, 1376, 
1281, 1185, 1139, 1029, 905, 757, 681. 
VXX^^hiKFAB) m/z : 858 ((M+H) + , y U — #0 

[*»J72] 4- [{[((2S) -1' — {2- C(2R) -4- [3, 5 - tf^ 

(h'J'7JWo^^) ^>V-r;i/] -2— (3, 4 --x^aay^-^) 
U>- 2 -^r;H x^;p> - 2, Knxtfn [-f>r>-l, 4 ' - tf^ 

U$?>] -2-<;P) st^vO T^M i^^)V) 7 5/] 7'^>m Sit (00 
2-495 

[|ISfi^|7 2a] 4- (/fJl/75;) T'^^Xf^ Stt 
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4- 7&>Wt Mil 2. 00 g(13.0 mmol)*X^y— )V 40 mL 

mWiWt 69jaL(1.30nmol)&illl*.9 OtTllFWtfe. «BETW§ 

1 H-«»»^' I »X^^ MK400MHZ, CD 3 0D) <5ppm : 4.14 (2H, q, J=7.2Hz), 3.03 
(2H, t, J= 7.6Hz), 2.69 (3H, s) , 2.47 (2H, t, J= 7.0Hz), 1.99-1.90 (2H, m) , 
1.25 (3H, t, J= 7.2Hz). 

immM7 2 b] 4 - [{[((2 S) -1' - {2 - [(2 R) - 4- [3, 5 — H 
X (hU7Mn^fJl/) ^>V-f;H -2— (3, 4-^^DD7i^k) 

^u>-2--r;i/] x^;w -2, [-r>x>-i, 4' -tf 

iv&>1 -2--r;i/) #4^>] (p<^;i/) 75/] 7*^>ixf^ it 
mm 

1- (2 - {(2R) - 2- (3, 4->?^ nuy^-JV) - 4- [3, 

( h U 7)V3ru*^)V) i>V<f)Vl t^jftu >- 2 --r;W xg^;iO x tin [( 2 
S) - 2 -#;^=^>.* h=^>] -f 1,4'- fcf^U i?> 200 mg(0. 26 mmol) 

tmh^^r^rV )V 46/zL(0.53mmolK *1M7 2 al!§5tlfc4 - 
y^>S?X^;i/ 96 mg(0. 53 mmol), h U X^;i/XS > 184jttL(l. 32 mmol) 

&m^Tmmm6 9 tmmizEim&fr^, msB^^ i65mg mm-. 6 8%) &e 

W1M7 2C] 4- [{[((2S) -1' - {2- C(2R) -4- [3, 5 - tf 
X (b'J7Mn/f;i/) ^>V*-f;i/] -2— (3, 4-y^0O7x-JH 

^U>-2--r;i/] X5P;W -2, 3-^tHn7xifn [-f>^>-i, 4 ' - 1° 

^U5?>] -2--010 a-*^'] c^^;i^) 75;] tit 

*M#iJ7 2 bt#5nfc4 - [{[((2S) -1' - {2- [(2R) -4- [3, 

5-Hx ( h U ^;i/^-D^^;i/) ^>vW;i/] -2- (3, 4 -v 5 ^ nn^xx;i/) 
tJl/^'J >- 2 --f X9^W - 2, 3-vtFnXh'D [-f>^>-l, 4' 
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120 mg(0. 13 mmoD^h^t: HD77>1.5iL, J~ )V 1.5 mL \Z.mM 
b, *?M c l&£#BMfe^hUtfA#ifc0.39 mL(0.39 miol) §iq*., ilT18H 

pffi^bfc. sjfti&^joiwb lastt 20 mL^^u s^x^ittii^ 7jc, 
»snfc^?6*»Ji^n-=? h ^ ^ ^ ^ - (^m^«:m^^^i/>/^^y-;i/= 

10/1) CTlSLfc. iSnfciitl^ftiXf;!/ 20 mL l^^±tm50 

fc„ #e>nfe^s ; £^^i7->T^#b, mmit^m 59 mg (jr* : 51%) ^a-ss 

x H-t^ai^*l»X^^ h;K400MHz, CDC1 3 ) 5 ppm : 11.82 (1H, brs), 8.10-7.85 
(3H, m), 7.75-7.10 (7H, m) , 4.40-1.50 (32H, m) . 

m^m.$L7s^?7 V )\s vmax cm-'(KBr) : 2930, 2576, 1731, 1650, 1474, 1439, 1376, 
1282, 1029, 905, 756, 681. 

?XX^^ MKFAB) m/z : 858 ((M+H) + , 7U-#) 

Ttmmm (c 41 h 44 ci 3 f 6 n 3 o 6 -2h 2 o tix) 

fHPffiCK) : C: 52. 88, H:5.20, CI : 11. 42, F: 12. 24, N:4.51 
m } MM(%) : C: 52. 94, H:4.97, CI: 10. 93, F: 12. 66, N:4.33 

imiMM73] (1- {[((2S) -1' - {2- [(2R) -4- [3, 5 - If 
X (h'J7Mn^?jW ^>v*-OH - 2- (3, 4-i?^Dn7ixjV) =E)V 
*U>-2--f;H x^;W -2, 3-7tFD7ifn [-f>^>-i, 4' -tf 
>>>J - 2 --r;io pf^v'] T-fe^;p} tf^u ^>-4--r;v) ^ ^ y — ;> a: 

mm (fliS'fb'&ttM 2-581 Ml) 

1- (2 - {(2R) - 2- (3, 4 D0 7in;i/) -4- [3, 5 - tf X 

(hU7MD^^) ^>^JH ; ejv*'J>-2-<jW x?;V) xtfn [(2 
S) - 2 -#;i/7l^>y h^->] -f 1,4'- tf^'J 200 mg(0. 26 mmol) 

^m-fb^-^rl7-U;i/46AiL(0. 53 mmol), 4 - tf^U i?>^ $ /— 7P 6 1 mg(0. 53 mmol) > 
hUX^75> 110^L(0.79 mmol) ^ffl ViT*Jte^!l 6 9 t IMil^^^^ff Vi, & 
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mit&'W 76 mg (JR* : 3 2%) §efiS#tlT#fc. 

^-^IMX^^ h;K400MHz, CDC 1 3 ) <5 ppm : 12.00 (1H, brs), 8.15-7.90 
(3H, m), 7.70-7.10 (7H, m) , 4.50-2.90 (23H, m) , 2. 80-2.10 (7H, m) , 1.90-1.10 
(4H, m). 

^©iRX^y- b)l> v max cm" 1 (KBr) : 3400, 2926, 25 62, 1648, 1473, 1441, 1376, 

1281, 1139, 1029, 905, 758, 681. 

7X7^^ h;KFAB) m/z : 856 ( (M+H) \ 7'J-#) 

7C*^«f« (C 42 H 46 C1 3 F 6 N 3 0 5 - 1. 5H 2 0 fcU) 

f+#fit(%) : C: 54. 82, H:5.37, CI : 11. 66, F: 12. 39, N:4.57 
miijfil(%) : C: 54. 64, H:5.17, CI : 1 1. 48, F: 12. 82, N:4.30 

immm 4] 2- cc(2 s) - 1 ' - {2 - c(2r) - 4- [3, s-tf* (h 

ij7Mo^f*) ^>v*-f;H -2- (3, 4-^^nn7i-JI/) ; e;Pi}nU> 
-2--r;i/] x^;i/} - 2, 3-yhHnxHP [-T >^>- 1 , 4' -tf^US? 
>] -2--r;i/) ^-=^->] -N- (6-hFn^yA4yJl/) -N-^f^th 

73 f mum mmk&m&*% 2-421 mum) 

C^M^U 7 4 a] 6 - t Hn + yA + y^*M7 5 F 
6-757-1 -'S^-tfV — ;i/ 1. 50 g(12. 8 mmol) fc^^xg^ 3 mL ^Jl^TH 

»!i 7 1 a tmwkizRm&ft\,^ mmik&m i.u g <jk$s": 72%) 

^-fer^^ifcHtX^^ h;K400MHz, CD3OD) <5ppm : 8.01 (1H, s) , 3.54 (2H, t, 
J= 6.6Hz), 3.21 (2H, t, J= 6.8Hz), 1.60-1.30 (8H, m) . 

#^^iR7;^^ hJl v max cm" 1 (KBr) : 3376, 3311, 3040, 2936, 2857, 1655, 1526, 
1464, '1385, 1242, 1063, 1049. 
777^^ b)]/ (EI) m/z : 144 (M-H) + 

[»J7 4b] 6- (^=F-;J/73= /) s\*V>- l-^—)V 
gitMM 7 4 atf^nfc 6 - t FD^yA^yJl/^J^73 H 1.34 g(9.23 
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mmol) t 1 mol/1 y^Mit U ^ V A T ;i/ 5 n *j A f b7hFn77>»I 11.1 
mLCll.l mmol)£JlV>T§l;&fc#!j7 1 b hmUKKJfc&fr^s WM^m 0.89 g (*K 

m-. 74%) ^mn^m^mtvxmrco 

1 H -^M^** b;K400MHz, CD 3 0D) <5ppm : 3.53 (2H, t, J= 6.7Hz), 

2.56-2.50 (2H, ra) , 2.35 (3H, s) , 1.58-1.30 (8H, m) . 

fcW-mZT,^? b)V v max cm" 1 (liquid film) : 3299, 2932, 2858, 1650, 1539, 1475, 
1379, 1059. 

h;KEI) m/z : 131 (M + ) 
C^JSF!l74c] 2- [((2S) -1' - {2- [(2R) -4- [3, 5 - tfX 

(hU7Mn^f;W ^>y^;i/] - 2- (3, 4-^7nn7i^) ^e;1/4n 
U>-2--r;i/] x?;H -2, 3-ykFD^k"n [-T>^>-1, 4' - tf^ 

1- (2- {(2R) -2- (3, 4-^DD7i-JW -4- [3, 5 - tf X 
(b'J7Mo^^) ^>vw;p] =EJV^U >- 2 )V) x^;P) Xtfn [(2 
S) - 2 -^l/tf^v^ h^~>] -f 1,4'- tf^U ^> 110mg(0. 15 mmol) 

tS'fb^-^ritU;!/ 25 Ai L (0. 29 mmol), HSffiM 7 4 bT#6nfc6 - (^fjV75 7) 
/\^+j->- 1 — ;i/ 57 mg(0. 43 mmol), h U rc^;i/T5 > 91 mL(0. 65 mmol) 
^T^M^lJ 6 9 ilUtH^jS^fr ^113^1^ 54 mg (JR*fS : 3 3%) ^S-feS 

^-Mit^^HX^ h;K400MHz, CDCI3) <5 ppm : 12.05 (1H, brs), 8.15-7.90 
(3H, m), 7.70-7.10 (7H, m) , 4.40-2.60 (29H, m) , 2.50-2.10 (3H, m) , 1.80-1.20 
(6H, m). 

^9YWl^7s^-!7 h )V v max cm"' (KBr) : 3418, 2931, 2559, 1649, 1474, 1439, 1376, 
1281, 1185, 1139, 1029, 905, 758, 681. 
-?7,7,^Z h;KFAB) m/z : 872 ((M+H) + , 7U-#) 
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[WJ7 5] 2 — [(1— {[(( 2 S) — 1 ' — { 2 — [ ( 2 R) — 4 — [3, 5 
-tfX (b'J7Mn^fjW ^>y-f;H - 2- (3, 4-y^Dn7i^) 
^;i/^u >- 2 --f ;H x=p;W -2, 3 -s?fc Fnx fcfa [-f>^>-i, 4' 
-t°^'j>?>] -2-^;i/) T-fe^;w tf^u 4 --f ;io 3-^->] 

X^/-;|/ tg^m (^^'fb-a-^*^ 2-586 IM) 
[HMJ7 5a] tert-^ 4-(2-{[ter t - y?-)V (v 5 * 5F;P) 

->u;y] r**^} xb^v) fcf^u 1 -#;^^>i« — h 

tert-^W 4-k Hn^y - 1 - tf^'J y>^^^^^l/- h 5.00 
g(24. 8mmol)^>?^^;i/*;i/AT5 H 100 mL \Z.mM^^. >K^TtK^^^- h U 

(5 5%J^_k, #J'|4) 1. 08 g(24. 8 mmol) MT4fl#FM#bfc 0 ^-O^R 

JS^^T (2 -7nti h=^>) - t e r t - * T-JVzs =r > 6.54 

g(27. 3mniol)©y^?;^;VA75 20 mL SljfT L T^M-C 2 HP^Wbfc. 

DYh^77^ (^m^^:^\^lJ->/ltmx^;i/ = 100/0 - 90/10) tTilbi 
fB'fb'g-^ 1.65 g mm: 18%) bT#7Co 

^-il^lX^i' h;K500MHz, CDC 1 3 ) (5ppm : 3.80-3. 68 (4H, m) , 3.56-3.46 
(3H, m), 3.14-3.04 (2H, in), 1.86-1.76 (2H, m) , 1.58-1.46 (2H, m) , 1.45 (9H, 
s), 0.90 (9H, s), 0.07 (6H, s) . 

h;i/ v max cnf' (liquid film) : 3475, 2953, 2931, 2859, 1699, 1422, 
1366, 1253, 1237, 1175, 1111, 836, 777. 
TXX^ h )V (FAB) m/z : 360 (M+H) + 

[»J7 5b] tert-^ 4- (2-bFa^'>X'h^y) tf^ij>? 

>- i -#;i^=^>i/- h 

S*|«!J 7 5a T?# 6 nfe t e r t - ?^)V 4-(2-{[tert - y^JP {-J 
^fJWyiJM^ylih^y) ^U^> - 1 -#;i/^^> b- h 1.65g(4.59 
mmoD^T-h^h F077> 20 mL tK^T 1 M h =7 y*^)V7 > 
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=E-^A t- h y t KP77>» 6.88 mL(6. 88 mmol)£Jjn*.* ^^T: 2 B#|l>Hft# 

D?h^77/- ()ttHitt:A^f >/StXf^= 90/1 0 -30/70) £Tfjt®lb^ 

0. 94 g (JR$S : 8 4 %) $ifi|»ilTifco 
^-mm^^m^^P h;]/(500MHz, CDC1 3 ) <5ppm : 3.84-3.68 (4H, m) , 3.58 (2H, 
t, J=4.6Hz), 3.54-3.46 (1H, m) , 3.14-3.02 (2H, m) , 2.01 (1H, t, J= 6.1Hz), 
1.90-1.80 (2H. ni), 1.58-1.40 (11H, m) . 

ff^A^LT,^.^ h )V v max cm" 1 (liquid film) : 3458, 2933, 2867, 1695, 1426, 1367, 
1276, 1240, 1173, 1141, 1114, 1067. 
-^XX^WKFAB) m/z : ,246 (M+H) + 

7 5c] 2- (fcf^y V>- 4 --f 3L?J-)V 
«M7 5bT'i&nfct e r t-7f^ 4- (2 -t HD^^Xh^y) tf 
1 -#;i/^^>l/— h 0.94 g(3.83 mmol)*^^ uu*?> 12 mL (C^ 
IkttiTh U 7J^O»S 6mL £*P7U S^T2S|^»U&. SBETW 
£W*U hJl/X>T*»lfc.#6ftfcia§y'J*^^D7h^77^ - (v- 
U ^^;i/:Chromatrex NH, 100-200meslu i^miM : % u O ^ $ $> J — ;]/ = 
100/0-90/10) ^TMStLSfEftl^ 564 mg (JRsg : 10 0%) §efiH#tLT 

^-^H^^HiX^^ h;K500MHz, CD 3 0D) <5ppm : 3.65 (2H, t, J= 4. 9Hz) , 3.55 
(2H, t, J=4.9Hz), 3.54-3.46 (1H, m) , 3.12-3.04 (2H, m) , 2.72-2.64 (2H, m) , 
1. 98-1.90 (2H, m), 1.58-1. 50 (2H, m) . 

^^©'iRT;^^ h;i/ v max cm" 1 (liquid film) : 3290, 2936, 2860, 1690, 1452, 1423, 
1201, 1119, 1070. 

7X7x^7 h )V (FAB) m/z : 146 (M+H) + 
[|IIfi7 5d] 2- [(1- {[((2S) -1' - {2— C(2R) -4- [3, 
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5-HX (hU7J^n^^) ^>V-f;i/] -2- (3, 4-'^DD7x^) 

^PafcU >- 2 --r;i/] X5P;H -2, E-f>5*>-i, 4' 

1- (2 - {(2R) - 2- (3, 4 on7x- ;10 -4 - [3, 5 - tfX 

(b'J7Mo^fjl/) t>^W ^afcU >- 2 — OW x^;i/) xtfn [(2 
S) - 2 -#;L^^>^ h^f] -f >y>- 1,4'- t°^U 150mg(0. 20mmol) 
t^DntlXfjl/ 21 At L (0. 22 mmolK N - ^ ^l/^l/* U > 65,u.L(0.59 mmolK 
MMiM 7 5c T#G>n7c 2 - (tf^U 4 --f )]/^^r~» X^ / — ;i/ 43 mg(0. 30 

mmoi), zm^xmrnm 6 6b tmmzfcm&n^, mmi^m 1 1 6 mg mm ■. 64%) 

^-MMm^HlX^^ h;K400MHz, CDC1 3 ) <5ppm : 12.11 (1H, brs), 8.15-7.90 
(3H, m), 7.70-7.10 (7H, m) , 4.40-2.90 (25H, m) , 2.80-2. 60 (2H, m) , 2.50-2.10 
(3H, m), 1.95-1.55 (6H, m) . 

^^ffifcJRX^ h)V v max cm" 1 (KBr) : 3394, 2929, 2555, 1649, 1473, 1440, 1375, 
1282, 1185, 1138, 1108, 1029, 905, 758, 681. 

MKFAB) m/z : 886 ((M+H) + , 7U-^) 
7C*##HE (C 43 H 48 C1 3 F 6 N 3 0 6 - 0. 5H 2 0 ill) 

: C:55.40, H:5.30, CI : 11. 41. F: 12. 23, N:4.51 
MM^&Oi) : C: 55. 06, H:5.30, 01:11.22, F: 12. 27, N:4.35 

[iIM7 6] N- (1- {[((2S) -1' - {2- [(2R) -4- [3, 5 
-tfX (h^MD^fJP) ^>VW;H -2- (3, 4-^i?nD7i^) 

^nfc'u >- 2 — r ;n x^;w -2, 3->>fcFnxtfn [-r>-x>-i, 4' 

-tf^U^>] -2--T;i/) T^Jl) tf^U >>>- 4 --!*;!/) -2-t 

FD + ^7'tb7S F (M^fbl^il-^ 2-590 m^S) 

[*MJ7 6 a] 2- (^>^;U^^r~» -N- ( 1 -^>-J)V\f. ^ U V>- 4 
--f Til b75 F 
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1>i?)V**>'mWL 2.00 g(12.0 mmol)£^nnj**> 40 mL 2k 

(3-^^7 5y^o^) Sit 
2.77 g(14.4mmolK l-fch'D + v'^V^hUyy-Jl' 1 7kM 2.21 g(14.4 
mmolK h U xf 5 > 2. 52 mL(18. 1 mmolK 4 -75 7 - 1 -^>>?)V fcT^ U 
>?> 2.52 g(13.2 mmoDSiP^., IfiTl 8 BtF^Si^ Lfc, EM^^nn^^ 
>§ijp^> fift&»**±hU#A;ic»** ?k, «6ft*S*T?Wifcifei£U, ^7j<a 

1.^^-7^ „ (^m^S:^mx^;i//^^y-;i/=ioo/o-90/io) 

fc-&$&2.82 g (JRJ(K : 6 9%) £ &&mfa t. IT#£ 0 

*H ^d? h;K500MHz, CDC1 3 ) <3ppm : 7.40-7. 22 (10H, m), 6. 46 (1H, 
d, J= 7. 3Hz), 4.56 (2H, s) , 3.96 (2H, s) , 3.90-3.80 (1H, m) , 3.49 (2H, s) , 
2.84-2.76 (2H, m) , 2.18-2.08 (2H, m) , 1. 95-1.85 (2H, ra) , 1.53-1.43 (2H, 111). 
5S^ffi£J&X^ bJV v max cm" 1 (KBr) : 3309, 3025, 2931, 2795, 1643, 15 49, 1495, 
1451, 1337, 1283, 1 105, 988, 736, 700, 652. 
YXX^ WKFAB) m/z : 339 (M+H) + 

immm 7 6 1>] 2 - t Ho+y-N- tr^u ^>-4--fjk7thr 5 f 

^tt«7 6 aTfft6nfc2- — N— (l-^>y>tf^U^ 

>- 4 --f;i/) y-fe h75 F 2.82 g(8.33 mmol) ^X^ J — )V 60 mL \zmM^^> 

^SB-fb-a-tl 1.26 g (W.m : 9 6%) ^f^-fe®^ i bT#fc 0 

1 tt-W.m.%^%7,^2 WK500MHz, CD3OD) <5ppm : 3.94 (2H, s), 3. 86-3. 78 (1H, 
m), 3.08-3.00 (2H, m) , 2. 68-2.60 (2H, m) , 1.88-1.80 (2H, m), 1.50-1.40 (2H, 
m) . 

f^MX^ v max cm"' (KBr) : 3323, 3248, 2942, 2894, 1659, 15 38, 1452, 

1431, 1364, 1330, 1084, 1010, 437. 
7XX^ WKFAB) m/z : 159 (M+H) * 
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[*MJ7 6c] N- (1- {[((2S) -1' - {2- [(2R) -4- [3, 
5-tfX (hU7JVtD^^) ^>VW;i/] -2- (3, 4 -*J?UU 7 

^;i/7KU >- 2 —on x^;w -2, 3-^fcFnxk°n [-r>-r>— 1, 4' 

-h^u> ? >] -2 --oh ^-^i 7i*^;w tf^us?>-4 — ok> - 2 - 1 

1- (2 - {(2R) - 2- (3, 4-^^DD7x-W - 4- [3, 5 - tfX 

(bU7Mn^5 l Ji/) ^ > 4 /-r ^i/afcu >- 2 --ow x^;h xt°n [(2 

S) - 2 -#;i/7^~>^ -Y >^>- 1,4'- tf^U 150mg(O. 20 mmol) 

t^/DDtll^ 21 At L CO. 22 mmol)> N - * ^Jl^frft U > 65//L(0. 59 mmolK 
Uli 7 6 b-CttStlfe 2 - t Fn^y-N- tf^U 4 --Ol/7-fe h75 F 

37mg(0.24mmol)§ffiViT^jaiW6 6 b tra«fcK^S*ffV^ «aa-fb*&% 89 mg (iR 
$:48%) SafiHfttbTifc. 

^-^H^^HIX^^ h;K400MHz, CDC 1 3 ) 5 ppm : 11.94 (1H, brs), 8.15-7.90 
(3H, m), 7.75-7.10 (7H, m) , 6. 63-6. 53 (1H, ra) 4.50-1.20 (34H, m) . 
BW-m.U7,^Z h)l v max cm" 1 (KBr) : 3340, 2928, 1650, 1529, 1473, 1440, 1375, 
1282, 1185, 1139, 1029, 905, 758, 681. 

MKFAB) m/z : 899 C(M+H) + , 7U-#) 

itmmnm. (c 43 h 47 ci 3 f 6 n 4 o 6 -h 2 o tit) 

WrW&<%) : C: 54. 12, H:5.18, CI : 1 1 . 15, F: 11. 95, N:5.87 
mmm(%) : C: 53. 81, H:5.2'2, CI : 10. 72, Fill. 60, N:5.50 

immM7 7] 2- [(1- {[((2S) -1' - {2- [(2R) -4— [3, 5 

-fx (>'J7Mo^^i/) ^>V-r;H - 2- (3, 4-^nD7x-;w 

t^aftU >- 2 --f )V~\ X^;i/} - 2, 3-ykHnXtfD [-f>x> — 1, 4' 
-hf^Ui?>] -2--<;i/) rt^] T-t^Jl} k^U 4 --OH J*h3^] 

x^y -;v (09?Sft;-a-<j&#^- 2-591 til) 

[gUM 7 7 a] ^>^;i/ 4- [(2- {[tert-W (^^) i/'J 
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;i/J 3r*z/} Ih^J') hf^U 1 -jDV^^V— V 

^>*J)\> 4- (kHD^i/^fW fcT^U 1 -fc-H'tf^S'l' — h 5.00 

g(20. 1 mmolK 7jC*^^bU^A (5 5%K^ ifltt) 0.88 g(20. 1 mmolK (2- 
^n^EXh^v') - t e r t -^9^;P> ? ^9 i ;i/^^> 5. 28 g(22. 1 mmol)£ffi^T 
mi&M7 5 a £ra*fcKJfc£frV^ WE'ffe'&W 237 mg (JRa$ : 3%) £5£fiiBm% 

^-MM^^HIX^^ h;K500MHz, CDC 1 3 ) (5 ppm : 7.40-7.28 (5H, m),5.12 <2H, 

s), 4.28-4.10 (2H. m) , 3.74 (2H, t, J= 5.4Hz), 3.49 (2H, t, J= 5.4Hz), 3.31 
(2H, d, J= 5.9Hz), 2.86-2.70 (2H, m) , 1. 82-1.68 (3H, m) , 1.24-1.10 (2H, m) , 
0.89 (9H, s), 0.06 (6H, s) . 

*^KiRX^^7 h)V v max cm" 1 (liquid film) : 3477, 2952, 2929, 2858, 1704, L 472, 
1432, 1362, 1276, 1251, 1220, 1142, 1106, 941, 836, 778, 697. 
?XX^i? WKFAB) m/z : 408 (M+H) + 

[*I*S7 7b] 1>5?)V 4- [(2-kFD + yXh + y) ^fJV] tf^'Jy 
y- 1 - ft)Vi$*r>'V— h 

mMM7 7 a-C#Stlfc^>i?;i/ 4 - [(2 - {[ t e r t -~Z?^)\> (P^^-)l) 
S'U )V1 rfr^S^X tf-Jls] tf^U 1 Crisis — V 237 mg(0. 58 

mmol), 1 M ^olkf h7^fil'7> ; &- l )A fh7bFn77>^i 0.87 
mL (0. 87 mmol)£/BV*T3feiK09 7 5 b i IH#tcS^^ff «5Bfl^t> 133 mg (JR 
# : 7 8%) S5Kfi?ft!R*tUT#«:. 

^-ftttat^**^ h;K500MHz, CDC1 3 ) 6 ppm : 7.40-7.28 (5H, m),5.13 <2H, 
s), 4.28-4.10 (2H, m) , 3.76-3.70 (2H, m) , 3.56-3.50 (2H, m) , 3.33 (2H, d, J= 
6.3Hz)', 2.86-2.70 (2H, m),1.89 (1H, t, J= 6.1Hz), 1.84-1.70 (3H, m) , 1.26-1.10 
(2H, m). 

*^®1KX^^7 hJV v max cm"' (liquid film) : 3453, 2923, 2861, 1699, 1473, 1 434, 
1364, 1276, 1249, 1221, 1151, 1126, 1073, 765, 699. 
WKFAB) m/z : 294 (M+H) + 



WO 2005/080385 



PCT/JP2005/003545 



154 



**W7 7bT§5n&^>^ 4- [(2-hHD^S/X>^'» tf 
^'J>?> - 1 -^7;P^^->1/— h 133mg(0.45mmol)£X^/-;V 2 mL 
iifffl^Tl 0%/\°7^^A-k$ (7jc^5 1. 7%) 20 mg §iPA, 

mt&m 70 mg (JR* : 97%) ^ifiWiilTifc. 

'H-^^^^tniX^^ h;K500MHz, CD 3 0D) 5 ppm : 3.65 (2H, t, J= 4. 9Hz) , 3.49 
(2H, t, J= 4.9Hz), 3.31 (2H, d, J= 6.3Hz), 3.18-3.00 (2H, m) , 2.64-2. 56 (2H, 
m), 1.80-1.70 (3H, m) , 1.26-1.14 (2H, m) . 

fc$\-W(.§L^^? h)V viax cm -1 (liquid film) : 3296 , 2920, 2856, 1598, 1449, 
1359, 1319, 1126, 1074, 846. 
7X7^ b)V(El) m/z : 159 (M*) 

mmm7 7 d] 2- cci- {[((2s) -1' - {2- t(2R) -4- [3, 

5-H7; (b'J7Mn^?JW ^>V^)V\ -2- (3, 4-^^DD7x-JJ/) 

^e;1/^'J y- 2 --f Jl] x^;M - 2, 3 -ytFnxt"n C-r>-r ? >-i, 4' 
-h°^Uy>] -2--i)V) ;r=^>] Tir^;i/} U *J>- 4 ;!/) ;* h3r=>] 

jL^y—jv tit 

1- (2 - {(2R) - 2- (3, 4-y^DP7x^Jl/) -4— [3, 5 - tf X 

( h u 7)i/tn^f;i/) ^ > y-f ^i^u >- 2 --r;w x^;io xt°a cc 2 

S) - 2-t})V^i^y h*->l -f 1 , 4' - fcf^U v> 239 mg (0.32 mmol) 

n n^X^;i/ 33/*L(0. 35 mmolK N - * ^l/^E;]/^ U > 52 m L (0. 47 mmol), 

Ki'inc] Tii5nfc2- (tr^u 4 --r;i^ x^y-;v 60 

mg(0. 39mmolK V>T*JfiW 6 6 b i:HIRfcSlS*fTV>, HSB-fb^ 206 mg ( JR 
s*5 : 7 0%) ISfiifttlTllL 

1 H -tfcttSS**^. ^ Ml' (400MHz, CDC1 3 ) 5 ppm : 12.06 (1H, brs), 8.15-7.90 
(3H, m), 7.70-7.10 (7H, m) , 4.50-1.50 (36H, m) , 1.30-1.10 (2H, m) . 
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j5**M!MXX^ b)U v max cm" 1 (KBr) : 3410, 2926, 2864, 1648, 1473, 1440, 1375, 
1281, 1185, 1137, 1029, 905, 758, 681. 
VXX^ WMFAB) m/z : 900 ((M+H)\ 7'J-#) 
Ttmfrffim (C 44 H 50 C1 3 F 6 N 3 0 6 -H 2 0 t. IT) 

tUMKK) : C: 55. 32, H:5.49, CI : 11. 13, F: 1 1. 93, N:4.40 

mmm(%) : C: 55. 70, H: 5. 51, CI : 10. 72, F: 11. 84, N:4. 31 

mMM5 8h, 6 6 bX«6 9 tlWfc^^fT&oT, RTOft^«S^L 

mmm7 8] 1- { [ ( (2s) -i' - {2 - [ ur) - 4- [3, 5- 

(h'J7^tD^fJ[/) ^>VV;H -2- (3, 4-^^DD7i-M ^ 

;i^D >- 2 ;!/] x^;i/} -2, 3-vbFnxtfn [-f>^>-i, 4' - 

t°^u>?>] -2--r;io *^~>] tf^u^>-4-^-> mmm. m 

^-^#-^2-579 ±&M) 

^-^a^^" 1 !^^^ h;]/(400MHz, CDCI3) <?ppm : 8.16-7.95 (3H, m) , 7.70-7.15 
(7H, m), 4.46-1.67 (31H, m) . 

55^®iRX^ b)U v max cm" 1 (KBr) : 3414, 2926, 2553, 1719, 1651, 1282, 1 138. 
"7XX^7 h)V (FAB) m/z : 840 ((M+H) + , 
Ttmfrffim (C 41 H 41 C1 2 F 6 N 3 0 6 -HC1-H 2 0 ill) 

fi-»{it(%) : C: 55. 01, H:4. 95, N:4. 69. 

mmm(%) : C: 55. 08, H:5.28, N:4.28. 

mm'M 79] 2 - [ ( (2S) -1' - {2 - [ (2R) -4- [3, 5 - 1?7> 
(h'J7MD/fM ^>y-f;H -2- (3, 4-y?DD7i-JW ^E;i/^ 
U>-2--r;H X^;i/} -2, K>f>-1, 4' — tf^ 

U3>>] —2 — T 71-) ^=^>] -N-X^;i/-N- T-fe 

h7s f mmm. (wmittrmm^ 2-424 tit) 
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1 H-mmm.^M^^i7 h;K400MHz, CDCI3) (5ppm : 8.15-7.95 (3H, m) , 7.67-7.15 
(7H, m), 4.48-1.21 (32H, m). 

fc9\-m.i&X^S7 h)V v max cm" 1 (KBr) : 3362, 2931, 2561, 1648, 1474, 1438, 1376, 
1281, 1139. 

VXX^ WMFAB) m/z : 830((M+H)\ 7 U — #0 
Ttmfrffim. (C 40 H 43 C1 2 F 6 N 3 0 5 -HC1 tbl) 

ltl¥ffi(%) : C: 55. 40, H:5.11, N:4.85. 

MMm(%) : C:56.01, H:5.67, N:4. 39. 

IMt&ffl 8 0 ] 2- [ ( (2S) -1' - {2 - [ (2R) - 2- (3, 4 - 
^7DD7x-JP) -4- (3, 4, 5-hU^h^y^>VW;i/) ^;i^u>-2 
X5F-;W -2, 3-ytFD7t°n [-f>-x>— 1, 4' -tf^Ui^>] 
-2--r;P) ^-^vO — N — [2- (2-kFn^yI> + y) X5^1-] -N-* 
fJl/7th75F i»±& (Wwft^ftff 1-422 Iftttfeft) 

'H-illftlX^^ h;K400MHz, CDCI3) c5ppm : 7.70-7.14 (7H, m) , 6.74 (2H, 
br), 4.45-2.15 (43H, m) . 

SS^flftiKX^ hJV v max cm" 1 (KBr) : 3410, 2935, 2567, 1646, 1583, 1464, 1427, 
1330, 1239, 1125. 

TXX^^ hiKFAB) m/z : 814((M+H)\ ~7 U — #0 

[«#]8 1] 2 - [ ((2S) -1' - {2 - [ (2R) -4- [3, 5 - t: 
X (bU7JVtD^fJP) ^>VW;H - 2- (3, 4 — 

^u>-2--r;i/] x?;H -2, 3-^fcFn7,tfn [^>^>-l, 4' - tf 
^U^'>] -2--f;W -N-X^;i/-N- (4-tHD + y7*^) 7 

th75H IKttjft (fH^-fb^**^ 2-426 mm^) 

^-MitSC^HtX^^ h;i/(400MHz, CDCI3) <5ppm : 8.15-7.95 (3H, m) , 7.68-7.14 
(7H, m), 4.40-1.42 (36H, m) . 

MW-Wli&X^? bJl v max cm" 1 (KBr) : 3395, 2932, 2558, 1647, 1473, 1438, 1376, 
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1281, 1139. 

h;KFAB) m/z : 858 ((M+H)\ 7'J-#) 

[*»J8 2] 2- [ ( (2S) -1* - {2 - [ (2R) - 2- (3, 4 - S> 
i7nD7i-JW -4- (3, 4, 5-hU^h^y^>VMW ; E;i/*U>-2 

--on x^;w -2, [<>^>-i, 4' -tr<u> ? >3 

-2--r;i/) -N- -N-^Wth75H 

Ml 1-418 Ml) 

'H-ttR^lX^i' h;i/(400MHz, CDC1 3 ) 5 ppm : 7.75-7.14 (7H, m) , 6.71 (2H, 
br), 4.53-1.48 (43H, m) . 

fcW-U&WZs^? hJV v max cm" 1 (KBr) : 3399, 2934, 2562, 1647, 1583, 1463, 1426, 
1330, 1238, 1125. 

7X7^? MKFAB) m/z : 798 ((M+H)*, 7'J-#) 

[SSJffi0!l8 3j 1- { [ ( (2S) -1* - {2 - [ (2R) -4- [3, 5- 
tfX (h'J7JPtD^^) ^>VV;H - 2- (3, 4-^DP7i^) 

;i/sf?u >- 2 --r;p] x^;w -2, 3-^kHnxtfn [-r>^>-i, 4' - 
tf^u^>] -2--r;io T-fe5^;i/} tf^u^>-4-t-;i/ «fi 

^{b^%#^2-580 MS) 

^-^H^^nfX^^ h;K400MHz, CDC1 3 ) 5 ppm : 8.16-7.92 (3H, m) , 7.71-7.13 
(7H, m), 4.44-1.45 (31H, m) . 

MifX^i'b^ v max cm- 1 (KBr) : 3397, 2927, 2563, 1648, 1473, 1440, 1375, 

1282, 1139. 

7X7 ^^ MMFAB) m/z : 842 ((M+H)*, 7'J-#) 
7C*4)-«f* (C 4I H 43 C1 2 F 6 N 3 0 5 -HC1 tit) 

mWm(%) : C: 54. 89, H:5.17, N:4. 68. 

mmm(.%) : C: 54. 91, H:5.37, N:4. 43. 
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[»J8 4] 2 - [ ( (2S) -1* - {2 - C (3R) -4- [3, 5 - tf 

x (hU7Mn^^) ^>v-r;n -2- (3, 4-^^071-^) 

tfc u > - 2 - -< xfp;W -2, 3-.^kFnxk°n C-f>5r>-i, 4' -if 

^u^>] -2--r;io :t^>] -N- (3 h*^^°u -N-x^;i/T 

ir h T 5 H Sit (M^ik&mm^ 2-466 tUS) 

^-M^jttniX^^ b;M400MHz, CDC1 3 ) <5ppm : 8. 14-7. 90 (3H, m) , 7.71-7.12 
(7H, m), 4.45-1. 55 (35H, m) . 

^^t-^lKX^^ hJV v max cm" 1 (KBr) : 2927, 1650, 1474, 1439, 1376, 1281, 1138 
V 7 X ^ 7 V )V (FAB) m/z : 844 ( (M+H) + , 7 U — #0 
7C*##HiI (C 41 H 45 C1 2 F 6 N 3 0 5 -HC1 ill) 

: C: 55. 88, H:5.26, N:4. 77. 
^iBUKOK) : C: 55. 56, H:5.57, N:4. 54. 

imnM8E>l N- (1- {2 - [ ( (2S) -1' — {2 - [ (2R) -4- 
[3, 5-fcfX (h'J7MD^^) ^>VV;H -2- (3, 4-i^nn:7 
^&;P^U >- 2 :c^;W -2, 3-ytFD7b"D H>^>- 

1, 4' -tf^U>>>] -2--1-;!/) t^rv] T^L^M tf ^ U > - 4 - -f ;P) 

Tir h75 F (^{b-g-^-^ 2-589 i«±&) 

^-Mitm^HiX^^ MK400MHZ, CDC1 3 ) 5 ppm : 8. 12 -7. 91 (3H, m) , 7.70-7.14 
(7H, m), 6.48-6.27 (1H, bs), 4.20-1.23 (34H, m) . 

*^JRX^X h;i/ v max cm" 1 (KBr) : 2928, 1649, 1473, 1439, 1375, 1281, 1139. 
YXX^i' h;KFAB) m/z : 883 (M+H) + , 7'J-#) 
7C3il5>fJHft (C 43 H 46 C1 2 F 6 N 4 0 5 -HC1-3H 2 0 tVX) 

ff^te(%) : C: 53. 01, H:5.48, N:5.75. 

mMm(%) : C: 52. 94, H:5.53, N:5.53. 

[|«!«!|8 6] 2 - [ ( (2S) -1' - {2 - [ (2R) -4 - [3, 5 - tf 
X (hij7Mn^fJl/) ^>VW;H -2- (3, 4->?^Dn7i^) ^E;i/ 
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#U >- 2 —f)V1 X^;W -2, 3-^kFDXk'D 1^>7 S >-1, 4 ' - tf 
^U> ? >] -2--f;l/) sT^vO — N — (2 h^->X^;P) -N-^^;VTir 

h75 h m^tt (M^b^#-^2-465 mmm 

^-^^^ifcBftX^^ h;K400MHz, CDC1 3 ) <5 ppm : 8.15-7.92 (3H, m) , 7.72-7.11 
(7H, m), 4.42-1.60 (33H, m) . 

fcW-mi&X^? h)V vmax cnf'CKBr) : 2928, 1650, 1439, 1376, 1281, 1138. 
'TXT.^i' h)]/ (FAB) m/z : 830 (M+H) + , 7'J-#) 
TCm^Wiil (C 40 H 43 C1 2 F 6 N 3 0 5 -HC1 t bT) 

ff#fjt(%) : C: 55. 40, H:5.11, N:4.85. 

mmm(%) : C:56.11, H:5.79, N:4.38. 

immM87l (2S) -2- [2- (4 -T-fe5^;i/t°^^> ? >- 1 - 
2-t+Vll> + ->] -1' - {2 - [ (2R) -4 - [3, 5-HX (hU^P 
^-n^^;l-) ^>VW;H - 2- (3, 4-^DD7i-JW ; e;I/*u>-2- 
-fM X^iW -2, 3-ytFDXlfn [<>f>-l, 4'-tf^Uv>] m. 

^-M^^^BIX^^ h;K400MHz, CDC 1 3 ) <5 ppm : 8.17-7.91 (3H, m) , 7.72-7.12 
(7H, in), 4.48-1.94 (33H, m) , 1.76-1.59 (1H, m) . 

fcf^WiUX^? b)V vmax cnf'(KBr) : 2926, 1650, 1472, 1438, 1282, 1138. 

h;KFAB) m/z : 869 (M+H)\ 7 U — #0 
Ttmttffim (C 42 H 44 C1 2 F 6 N 4 0 5 -HC1-3H 2 0 tLT) 
gflMfi(%) : C: 52. 54, H:5.35, N:5. 85. 

: C: 53. 00, H:5.35, N:5.50. 

mnm8 8i 2- i ( (2s) -1' - {2 - [ (2R) -4 - [3, 5 - tr 

X (hU7Mn^fjW ^>vW;i/] -2- (3, 4-^nn:7nix;iO ^e;i/ 

t}nU >- 2 --r;v] x^;p} -2, 3-^tHnxtfD [-r>^>-i, 4' -tf 

^Uv ? >] -2-^;i/) r*^] -N, N-t*X C2 h^~>X5^) 7th7 
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5 f mmm. mm^mm^r 2-57 «d 

1 H-fcmtg l &m7>12? h;K400MHz, CDC1 3 ) 6 ppm : 8.16-7.91 (3H, m), 7.66 (1H, 
br), 7.58-7.14 (6H, m) , 4.42-1.60 (37H, m) . 

fcftm.URT.^'P h)V v max cm" 1 (KBr) : 2928, 1650, 1473, 1438, 1375, 1282, 1186, 
1138. 

b)V (FAB) m/z : 874 (M+H) + , 7U-#) 
7C*#*ftt (C 42 H 47 C1 2 F 6 N 3 0 6 -HC1 ibt) 
tHHfi(%) : C: 55. 36, H:5.31, N:4.61. 
£3U4&(%) : C: 55. 08, H:5.76, N:4. 28. 

C*JS^!18 9] 2 - [ ( (2S) -1' - {2 - [ (2R) - 4- [3, 5 - tf 
X (h'J7Mn^fJP) ^>VW;H - 2- (3, 4-^DD7i-W ^ 
afrU >- 2 --f X^JH - 2, 3-^tFDXtfD [-f>5*>-l, 4 ' - tf 
^U> 7 >] -2--T;P) ^-^v-] — N — (3-kFn + y7"D/I?^y) 

h75 H (M^b^#-*f 2-550) 
1 H - ^ll^#tB,»7, ^ ^7 b ;K400MHz, CDC1 3 ) <5ppm : 8.06-7.13 (10H, m) , 
4.79-1.74 (32H, m) . 

h )V v max cm" 1 (KBr) : 3438, 2926, 1646, 1473, 1440, 1375, 1281, 

1184, 1139. 

?XX^ MKFAB) m/z : 846 (M+H) + , 7'J-#) 

9 0 ] 2 - C ( (2S) -1' - {2 - [ (2R) -4- [3, 5 - tf 

x (h<j7WD^f;p) ^>y-r;i/] - 2- (3, 4-^od7i^) 

afcU 2 — f M X^;H - 2, 3-^tHDXtfn [<>^>-l, 4' - tf 
^U^>] -2--01/) ^-^v-] -N- 7th75F 

SIS (00?Sfl3#4fe#-* 2-410 «t) 

^-^^^.itniX^^ h;K400MHz, CDC1 3 ) 5 ppm : 8.21-7.93 (3H, m), 7.70-7.16 
(7H, m), 4.58-1.56 (29H, m) . 
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W^Wl^LT,^^ Y)V v max cm" 1 (KBr) : 3404, 2928, 1649, 1535, 1474, 1439, 1376, 
1281, 1139. 

h;KFAB) m/z : 816 (M+H) \ 7'J-f*) 
TCSfc^flH* (C 39 H 41 C1 2 F 6 N 3 0 5 -HC1 t bT) 
sYWm(%) : C: 54. 91, H:4.96, N:4.93. 
mmm(%) : C: 56. 56, H:6.03, N:4. 30. 

[*IM9 1] 2-[((2S)-l'-{2-[(2i?)-4-[3, 5 - ( h 

U7MD^?;i') ^>v^;i/] - 2- (3, 4-^^/dd7i^) ; &;i/*u> 

-2-^] ifM -2, 3-ykFDXk°D [-f >^>- 1 , 4'-tf^U 
-2--l';lx) J**^] — AT— (4-kHD^^-4-^?JK>fW - W 
-^Wt^5H (My*{k&to#* 2-416 jftttjft) 

x H-^^^;^HiX^^ h;K400MHz, CD 3 0D) <5ppm : 8.13 (1H, brs), 7,98 (2H, 
brs), 7.81 (1H, brs), 7.70-7.45 (2H, m) , 7.28-7.10 (4H, m) , 4.45-0.85 (38H, 
m) . 

f5^©i|XX^ h)V v max cm" 1 (KBr) : 3407, 2965, 2930, 1649, 1473, 1458, 1440, 
1376, 1281, 1185, 1165, 1139, 681, 624. 

h;i/(FAB) m/z : 872 ((M+H)\ 
7n*^tJfffl (C 43 H 49 C1 2 F 6 N 3 0 5 -HC1 fc IT) 

fHUKCS) : C: 56. 80, H:5.54, N:4.62. 

SIM 00 : C: 57. 38, H:6.16, N:4.29. 

[HI«9 2] 3- (1- {[((2 5) -1 ' - {2 - [(2i?) -2 - (3, 4 
-^bD7i^H -4- (3, 4, 5 - h U * h^^^>V-f ;i/) ; E;i/*U> 
X?;H -2, 3-^hFDXt'D [^>t>-1, 4'-tT^U5? 

>] -2--f;p) r-fe^;w tr^u 4 --r;io ^n/\°>-i-^— 

;p mmm. m^t^mm^r i-587 tt&go 

^-M^iX^^ h;K400MHz, CDC1 3 ) <?ppm : 7.95-7.10 (7H, m) , 6.62-6.60 
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(2H, m), 4.50-0.85 (47H, m). 

gS^&JRX^ h;]/ v max cm" 1 (KBr) : 3400, 2931, 2856, 1644, 1583, 1463, 1427, 
1377, 1330, 1269, 1236, 1125, 1028, 1005, 761. 
YXX^^ h ;V (FAB) m/z : 838 ( (M+H) \ 

Ttmmtfm (c 45 h 57 ci 2 n 3 o 8 -hci-h 2 o iit) 

: C:60.50, H:5.77, CI : 11. 91, N:4.70. 
MWi&(%) : C: 60. 48, H:6.72, CI : 11. 85, N:4.55. 

immm9 3i n- [4- (7t^7sy) -2- [((2s) -1' 

- {2- [(2R) - 4- [3, 5-tfX (hU7Mn^^) ^>\7-f;i/] -2 

-.(3, 4-^dd7iuh ^e;]/*u >- 2 --r x^;i/} -2, 
Fnxt'n [-f>T f >-i, 4' -tf^U>?>] -2--r;i/) Jr*is] -N-^^ 

;i/T-k by 5 h m.mm m^t^mm^ 2-567 isd 

^-Matm^HtX^^ b;K400MHz, CDCI3) <5ppm : 12.07 (1H, brs), 8.15-7.90 

(3H, m), 7.75-7.10 (7H, m) , 5.90-5.50 (1H, m) , 4.45-1.40 (37H, m) . 

JfiW-m.>&X'<? h)]/ v max cm" 1 (KBr) : 3284, 2930, 2558, 1651, 1546, 1475, 1439, 

1375, 1282, 1185, 1138, 1109, 1029, 905, 758, 707, 681. 

■77X^ h;KFAB) m/z : 885 ((M+H)\ 7'J-#:) 

itmttffim (C 43 H 48 C1 3 F 6 N 3 0 6 -H 2 0 iUT) 

tH^CO : C:54.93, H:5.47, CI : 11. 31, F:12.12, N:5.96 
mmiiM.(%) : C:54.84, H:5.56, CI : 11. 03, F: 12. 12, N: 5. 81 

imtMM9 4] 2 - [((2S) -1' - {2 - [(2R) - 4- [3, 5-tfX (b 
U yjV^p ^>V^;i/] -2- (3, 4-y^DD7i-W ^;i//ftU> 

-2--r;P] X=P;W -2, 3-ytFnXh'D [-f>^>-l, 4' -tf^US? 
>] -2 --OP) r^v-] -N-hh'D^y-N- (4-tFD4 ; y7'fJH T-fe 

b t 5 f (M^b^t/#^ 2-453 mmm 

^^EfclRX^ Ml/ v max cm' 1 (KBr) : 3414, 2931, 2683, 2578, 1650, 1474, 1439, 
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1376, 1281, 1186, 1140, 1029, 905, 758, 681. 
TX7A^7 h;KFAB) m/z : 846 ((M+H) + , 7>J-#) 

95] 2-[((2S)-l'-{2-[(2R)-4-[3, 5 - tf 7. ( h 

U7Mo^fjW ^>W;i'] -2- (3, 4-^nD7xUW ^e;i^U> 
-2 --OH x^;W -2, E-f>^>-l, 4' -fcf^Ui? 

>] -2--r;i/) ^v-] -n-^^;I/-n- {4- [(^^;vx;v7jN-;p) 75;] 
r-fe h75 f mmm wmfc&mmn 2-509 «t) 

'H-^^m^HlX^^ h;K400MHz, CDCI3) <5ppm : 11.96 (1H, brs), 8.15-7.90 

(3H, m), 7.75-7.10 (7H, m) , 5.20-4.80 (1H, m) , 4.40-1.45 (37H, m) . 

h)V v max cm" 1 (KBr) : 3429, 2930, 2561, 1649, 1474, 1439, 1376^ 

1321, 1282, 1185, 1142, 1108, 1029, 976, 905, 758, 681. 

■7X7^^ b;MFAB) m/z : 921 ((M+H)\ y U — #0 

TCift^ftHS (C 4 3H 48 C[ 3 F 6 N 3 0 6 -H 2 0 tbT) 

lt^fit(%) : C:51.67, H:5.27, CI : 10. 89, F:11.68, N:5.74, S:3. 28 
mmm(%) : C: 51. 44, H:5.40, CI : 10. 51, F: 11. 21, N: 5. 61, S:3. 18 



# ^ 


# n 


R3 fy(D 




mm 


MS(FAB) m/z : 
((M+H)+,7>J-#) 


9 6 


2-467 




1 W$t^ 




.858 


9 7 


2-574 


(S) 




a-feHH^ 


8 7 0 


9 8 


2-411 








8 3 0 


9 9 


2-438 
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10 0 
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iits 


a&@<£ 


8 4 1 


101 ■ 
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isis 




8 4 1 


10 2 


2-500 




imm& 




8 3 0 


10 3 


2-597 




1 ±£g?4& 




8 6 9 


10 4 


2-494 




1M£ 


a ^WiW- 


8 4 4 


10 5 


2-592 
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a 


8 7 0 


10 6 


2-404 
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a-feH# 


7 8 8 



WO 2005/080385 



164 



PCT/JP2005/003545 



10 7 


2-594 




i tit 




8 9 8 


10 8 


2-523 




nit 




8 5 7 


10 9 


2-557 




2 tit 




8 7 1 


110 


2-530 




1 tit 




8 8 7 


111 


2-544 




1 tit 




8 5 6 


112 


2-508 




lift 




8 5 8 


113 


2-420 




nit 




8 5 8 


114 


2-577 


(S) 


i tit 




8 8 4 


115 


2-481 




i tit 




8 3 9 


116 


2-447 




i tit 




8 7 0 


117 


2-577 


(R) 


i tit 




8 8 4 



[##M] 

[##00 1] l-{2-[(2R)-2-(3, 4-y^7 - 4 - [3 , 

tin [(2S) -2-hHD^->] -Y>^>-1, 4'-tf^U> ? >] 
[#tflla] 2 - {(2R) - 2- (3, 4 - D D 7 x — J]/) -4- [3, 

5-tfx (hU7^n^5 : ;v) ^>V<;v] ^Pafru >- 2 — f ;w x^y-;i/ 

2- [(2R) -2- (3, 4-^7nn7i^) ^Jl/sfr 'J > - 2 - -f ;!/] X^ 
/— ^ (*H#ffFlg6 1 5 9 9 6 7-^-BJIffi#, EXAMPLE 51(d)) 5.60g(20.3mmol) 
&mt* fI/>(60mL)(liib, h'JxW5> 2.83mL(24.3mmol)*llP^fc 0 
5-HX (hU7Jl/*D^^) "*>l/-f MDU F 5.60g(20.3mmol) 
4 -i?^fJP7S y tf U 3>> 248mg(2.03mmol)^ttl^L^ SStgtffl^T* 

U*yjW7A7nvb^77^(WI : A^>/»®X^=l/DC«k 
Dilbt, 2- {(2R) -2 - (3, 4-^DD7i-JH -4 - [3, 5- 

if7v ( h u 7JVtn^f;W ^>vW;H ^afcu >- 2 -<r;w x^y — ;i/ 5.68 g 

(JRajs : 54%) 
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» 6 tilt 7 )V U — 6.68g(llmmol) ^ ? 1/ >(60mL) M b , ^ JSt# H 

h U 5 > 2.3mL(l6.5mmol)^iP^., W^^>7^;^DiJ 

F 1.02ml(l3. 2mmol)^*P^, f SSBMT, MKT 30 ^M^Ufco SJ« 

^7^-(i&ffl»j&:^1*>/»mx^;P = 3/2){::«fc DilUT, ^S3{b^% 6.09g 
(« : 93%) 

1 H-^im^RfX^ (400MHz, CDCls) 5 ppm : 8.05-7.71 (3H, m), 

7.70-7.29 (3H, m), 4.56-4.19 (2H, m), 4.08-3.23 (6H, m), 2.95 (3H, s), 2.52-2.16 
(2H, m). 

7XX^ Ml/ (FAB + ) m/z : 594 ((M+H) + ) 

lb] 1- {2 - [(2R) - 2- (3, 4-^nn7i-M - 4 - 
[3, 5-tfx (hU7Mn^5 1 JV) ^>vW;H ^PsfrU >- 2 --f X3=- 

;w xtra [(2S) -2-kFn^>] -r>^>-i, 4*-t?^us>>] 

##091 aT#e.tlfc2- {(2R) - 2- (3, 4-^OD7i-W -4- 
[3, 5-tfX (hU7J^O^^) t>VV;i/] ^l^U >- 2 X^ 
7— ;]/ ^^>X;i/7^-^— h 126g(212mmol)*> ? yg i ;i'T-k FT 3 H 1300mL 
fc$gfl¥b*' ^^zK^± h U 26.7g(318mmolX 3 U ^ A 52.8g(318mmol) 

R^tD C(2S) -2-tHo^rv-] -f>^>-l, 4'-t:^Uy>] 
43.1g(212mmol)§iP^., 80"CfcT 8 B#[lflJK#bfc. 3*1*.* ffilxf 

;PT?2inttaib> »mx^;i/ji^^t)-&, **«ktXftsfti*4l[zlcT?ifc*b, 

^7 7>-(gffiii: isifjw^ ^ y-;i/= loo/i) fc«fc DiliT> ^fB-fb-a-^j 

129g (JR* : 87%) *aft#»«tti#tLTHft. 

1 H-j^H^HlX^ (500MHz, CD 3 OD) <5 ppm : 8.35-8.20 (1H, m), 

8.06-7.99 (2H, m), 7.81-7.28 (3H, m), 7.24-7.04 (4H, m), 4.54-4.40 (1H, m), 
4.29-3.04 (8H, m), 2.72-2.37 (3H, m), 2.30-1.58 (9H, m). 
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S^KflXX^ h)V vmax cm' 1 (KBr) : 3448, 2923, 1645, 1473, 1375, 1280, 
1139. 

■TXXA^hjl/ (FAB) m/z : 701 ((M + H )+) 

7C*##fffl[ (C34H32C1 2 F6N203-1/2H 2 0 til) 

ffMf « : C: 57.47, H: 4.68, CI: 9.98, F: 16.04, N= 3.94 
• C- 57.76, H= 4.63, Cl: 9.54, F: 15.78, N= 3.86 

mytm ■. [ay 0 = +37.20 (c=i.oo, *$;—)v> 
mnmi 

mmm 1 ] mm 

mmmiofctrm 5g, m 8 9 5g* t t5>^tD3->f>7°> 100 
mnm 2 1 mutM 

mmm3<Dik&m 5 g, ?l« 8 6 5 s^^m&mmm^ HD+^pm 
3 0 0 g*;&n*.Tifr&-r*. nn*»um>jfi«[«*fflvaTji«[U, ifej^fstis 

mnm 3 ] »j 

mmM5(D^m 5g, ?L«S 90g> h^nn^^ 34g, 
tin- x 20g*<k^Xf7 l J>S , ?^^A 1 g§7>>^l:l^l 

[«3W«4] ®Affl«Jl 

^jfi^y 6 ®fb-&®»&* 1 0% (w/w), ^b^>if;i/3 -^A^o . 04% (w/ 

W), 7i^W7JP3- ;p*«0 . 4 0% (W/W), 5 6 % (W/ 
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mWM3 lo^l/iU o% (W/WK M^>if;i/n-<i7A^0. 0 4% (w 
/wK # l Jxfl^>^'J n— l o % (w/w), ^ntf i^>^U ;i/^3 o % 
(W/W), SfS*50«3 9. 9 6 % (W/W) £fc*«k5fc*ad£IWr* 

»J3 2Oft-&!|^4 0% (W/W), 7^b-X^60% (W/W) 

3 3 ©'fb'&tta* 1 0 % (W/WK l/'Vf^O. 5% (W/W), 7D> 
11^3 4. 5% (W/W), 7D>1 2)6*55% (W/W) t&^i^CXT 1 /- 

[ftUM* 1 1 NK j (in vitro) 

<t«flI*Ofi> 

Hartley ^Rittt^^^y KDJ»«fc0aJR«**f^«Ufc. IP "5* i'nnMAi 

StmflfU«®«a (50mM h'JX-M, pH 7.4) T»Ebfc^ EK, 
(l20mM Sftt h U 5mM U f A^JWfifta) 

7jN^^"hiD, t^fn>^-r>a (50M m) SfcjfiJCT, i§aiii&£|S&*U, 
»£>»|llfc (30, 000Xg % 3 0^> 4°C)c 

(lOmM E D T ARI^ 300mM tft * 'J ^ A^f i« 
tta)'fcW#jl!U 4 < C7T\ 6 0^ibm 2 0lWUfc (3 0, 0 0 0 
Xg, 15^ 4°C) 0 
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C 3 H] -t^^>XP (li^IS InM) Ofg^^ 250/iL (50mM 
h'J7-M, pH 7.4, 6mMtft V>5tf>, 800/zg/mL B S A, 8/ig/mL ^^7, 
8/ig/mL D^^^f>, 80/ig/mL A^>b7y>, g/mL *X*7 5 

F» fc, Ummm^WL 250 llLZtoX, lit, 3 0^>^a^M&„ 

SHriftift&fli (Brandel tfc) £fflV>T, G F / B ^ W — 

(Whatman *±) _kfclJ8lj£#£[IIJKL&. 

U mfoi/y^V— ->3 y • %V>& — (^y ^V>%fc, LSC3500) iCTK 
[ttlft^2] NK 2 §W« (in vitro) 

<aia»jR«:*:©fe»> 

Hartley ^Jttt^E^y hO|iIJ»J:Dai»«*§f^«bfc. BP'S, 7nD*;^ 

lL,Ma (50mM h'JX-lH^pH 7.4) tTHM, It, (120mM 
4a-fb^-hU^AX^6mM4ft'fb*U^A'&'^r«af?Ka) *'Jha>§ItiT 

afc^ES**— h«kD, Hn>^>r>a (50um) itateT, fflii£l£l&*b, it 

-t^ilfc (30, OOOXg, 30^ 4t)„ 

V ^nUWUr (lOmM ED T ARtf 300mM^t7J U 

ma) iznmmi^, 4°ct\ eo^iiim 2©iii>ijfe#ujt (30, 000 

Xg, 1 55K 4°C) 0 
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W&Mmt.. [ 3 H] - SR-48968 (7?'>tAtt, i»SlnM) (DBS 
^250/iL (50mM h'J^-St, pH 7.4> 6mM ift-ffc V > 13 > > 800A6g/mL BS 
A, 8/ig/mL^ ; EX^5 1 >, 8|ig/mL n^^7'f >, 80 g/mL A* 5> h 9 i/ > > 20 
Mg/mL^X*75 F» \Z, ffiHIIiiK®*^ 250ML ^JP^., MT\ 3 0^<> 

Rift®^ ggrtt&gS (Brandel *±) £fflV>T> GF/B^77 ISIffl !7 W )]/■$? — 
(Whatman %t) ± CJJH/5£5> £ 01K b „ 

M^c^HIiRy^ ^, h°Ziy n-4mL ^tfS^^^^/M y;w~^ 

I, S'a > • 7J^7>^- (^7^V>1tb L S C 3 5 0 0) i:TK 

[M^J3] JflL«iS3att/LJiO-#P«IfP^ (in vivo, gng#) 
lfD.WSM'l47i:m»ffi]$lJ^Jl«> ft»€yh (M 400g fuiK A- hl/-^ 
tt'li^;!/^ h) £JBV^ NK^WilT^^ substance P (SP) {Cj;^ 

^> h/t;Hf ^— )l (30mg/kg, i.p.) U-^^bfe^E;!/^^ hOT^JBI#Ml^{C-fe* 
(Evans blue : 40mg/kg, i.v.) £$:^b, {tt^ }C S P (l/ig/kg) £«&3tT£ £ 

^{-JcD, sk^m^(Dfcm^mm^r^ a ism tJ^y b£:7nm*;i^J^ 
^Ti-ISc^E^ii-^^^S^a^Smbfe-fe^fi^ HaradaSKJ. Pharm. Pharmacol. 
23,218(1971)) fC^^T^JST^o 0.5%O h ^ # > h SIMM £M?J§ $ 

mmm4'] m,m.iKm<DW%mm (mvivo, gp^4) 
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fs.m^m<omm^mu. mft&v^y b <#s soo g mm, a- bu-m^=e 

JV^Eyb) *m^, NK 2 §*M£ffs»3ll*CaS neurokinin A (NK A) lZ£Z>MM 
UBlZM-f ^^.^.^'^(DWBJi^z^ Konzett-Roessler (Naunyn-Schmiedebergs 
Arch. Exp. Pathol, pharmakol. 195, 71(1940)) (D^?£fc2pUT> m<MfaJ±%:$%W: 

SP^. ^>hA^H^-;i/ (30mg/kg, i.p.) T/»bfc^;l^y H;^}i#-;x 
-U^StbT, #^5> (gallamine 20mg/kg, i.v.) TT #0- It U ti: , jl^/JMC 
8mL/kg> 6 0 HI/^><Z)|^£EPf ®: (Ugo-Basile Biological Research Apparatus, Cat. 

no.7025) &Mir& 0 Aipf m.m<Dm,MiHmz. m.^fi~^-u<Dmmzmmvfr 

J±tJ b yyf=L— tr— (S*B^«X**^:#%1:, TP-200T Xtt TP-400T) £^ 

bxii^ (B«tiM^f, ap-6oig) it, vu—y- (B^ytm 

Iitt^tt, WT-645G Xtt WT-685G) tlB^f^ 7hOf> (lmg/kg, i.v.) 
W7°n7°7/D-^ (lmg/kg, i.v.) TTilft^Ml^ 5^|i:NKA$ 4^g/kgil 

[Km^lJ5] NK 3 g§M^» (in vitro) 

-r&t>t3, a- bV-m^'\t^)V^v b£> ^on*;]/A«Ttfl«3R;*;i!fM 
«fc D#£jfiLi&:?E£l^ ft>b^£ VmffiWia (50mM h'JX-i&^pH 7.4) T?Sfi8f£&, 
^^^'^p^MmUfc P MmUfc^^,«W/3 (^OmMmfl^ h U ^ARtX 5mM 
IlbA'JyAtflfia) >PT\ #U hD> (Kinematica *±) M^T^^E^ 
t^XUfct, 55f— if&r^-Y D^yv'rL (50/im) TlItT, 
U iM^jt^Hf (30, OOOXg, 3 0^ 4°C) bfeo #sn7t^i/^b 
(H/&^) ^K^ISffl&r (lOmM E D T Ali; 300mM lib* U 7 A^f i»S 
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a) \Z&mtS-&> 4°CT\ 6 0»ilfcf> mfoftM (3 0, 0 0 0 X g) 1 

S)St^^Klftt> 5mg/ml ^i/lfiLffiT;!/^^ > (BSA) £ 

tft§Ifta«Ibfc. [3H] --fe>^^-TH\ 6mM mayfly. 800 
Mg/mL BSA, 8££g/mL ^rtX^f>, 8 M g/mL D-f^^^>, 80/ig/mL 

h ^^>RtK 20/ig/mL F >^^ft§iff a 100/iLfc, 400 £i 

g/mL BSA^ft§|»a 150/* L RU^^M^D;^ Mfc, JMKSI* 
y/^zm-mZ: lmg/mL f^M b % <£> ) 250 M L &mXXKJfc b 

Ml!> 6 0#WH >^a.<- h bfcfL gMil&K (Brandel %fc) £JBV>T\ 
0.1% #UX5Pl/W 5 >T4Btr H m±W^S^fT^fcGF/ / B^^X»lt^^;l- 
^— (Whatman t) _kfcJ!I/&# ; £0iK b, 3fOl* b fc£lffi?j£ <5 UOO/ig/mL BSA 
K.tXO.01% FT^Jl'tit h 'J ^AStf'TS 5mM h 'J X-iS,pH 7.4) 5mL 

j^^^^#*LfcGF/B^^Xillty-Y k"3 7n>- 4mL £^£r5 

-7°77fy^/Ht;n:ib, wiWzsy^v-z/s ytsvy*— (xn#*±, l 

S C 3 5 0 0 ) ^TMMStt^rlU^bfec 

[3H] -t>7 7-f F©##S^ (^#£W©gMi (fcl^Kj^^-fc: 

iowM) &«SiipbTjtt»*fT ^> MtStt£?IiJ^bfc 0 

ISW (%) - Cl - (C-A) / (B-A)] X100 

A : $mmmM'£r\z < k2>1jkMm& 

b : m&mm&mM^rtzfi^frumz&tf&MMm®. 
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mmm6i MmT&M&ytmnwmttm (in vivo, iMts#) 

M*I^5S!7KI#i^3-^i:i)»L, ^> h/X;Hf^-;i/ (0.2-0. 25mL/body, 
i.p.) J&STF, 0.5mL/kgcD^^^^,Wl^I^#§5^ (1A-1B, penn-century. Inc«) £ 
MV^T^E;!/^^ h (#:S400gtff^> Hartley 5££f '14 ^l^y h) tC^^mS^ bfc, 
Hi^^It^ Alfil (l*I#iJ) StMJ:DX/t>xy;^- (40mg/2mL/kg, i.v.) , 
TNKi^ftTi-^ hfS51}-7*X^>XP (lMg/2mL/kg, i.v.) £i£-^bfc„ 

Mmbfco fitmbfe^W^T-fe h>£0.5% Na 2 S0 4 <D7 : 3^^-^4mL^^2 
4ltf B 1IbTfi*^itilb, ttffi^<£>ffi^g£ (0D 620nm) £?IiJ^bfc„ 

[sttfj7] miiiRffiopf&ij^ffl (in vivo, mm.mn^-) 

b (#S 500g ffiflfc, A-hk-^itttJl'ti/b) SfflV^ NK 2 
§t#73-Xft^§ neurokinin A (NKA) <fc S&alJDUBfc**?- *«HWf1UH 

Konzett-Roessler (Naunyn-Schmiedebergs Arch. Exp. Pathol, pharmakol. 195 . 
71(1940)) ©2£fe£fflV>T, »3H^ffi*»*i:bTWI^fc. 

^> hA*;Hf^ — ;i/ (50mg/mL^, 0.40-0.50mL/body, s.c.) TJ^bfeX;]^ >;/ 

(lOOU/mL) £;£fcbfcM#-^-l/£ig*LT, J»««*s«kOW#tojfitf-*^ 
bTifoJBE • 'frtSfC^ — ^ — bfco &V*T?* ^73> (gallamine 20mg/kg, i.v.) 
^tS^-b, @%tf!ft £#lkb;fc£, ii^TJMClOmL/kg, 6 0 

(Ugo-Basile Biological Research Apparatus, Cat. No.7025) £JS bfc„ AZCPf ® 

3fc«lM£tfci£;£*fc, TP-200TXttTP-400T) CiO^ffll, ttfl (0*Mlift 
5££:%fc, AP-601G) IT, 1/3 — ^- (S^^SXSIft^^tt, WT-645GX« 

wt-685g) iciBftbfc. ^jti^jBE^^^jfiiflE^^^s^bfe^, mwm.mw.mm 

KMethacholine^lO/ig/kg (lOOpg/mL, O.lOmL/kg) LT^M^jStt b 
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ft o M M (D JR M K fa & # 6 ft ft o It m ^ , Hfc Methacholine S 12 *i g/kg 
<120iig/mL,0.10mL/kg) S4UT^lK«ft*aiBU&. AaltSJfettfllW 5 ^« 

4J-Ko^3tl^ffi* SB Jt b & c 

ttiIB5%yjk3-Xffcg|L, O.Sml/kgO^^^L^rtS-^lg* (1A-1B. 
penn-century. Inc«) &JBV>T&'Sf*3i3!-§-bfc. 

NKA^^m 1 0 ^K©«^^3il^JE®«#[*NKA®lie^3iiRiBS©gifti: b, 
control^ (5^Jl/3-Xlg^te4f) fc2**r*«J*!l#SJ|ttB bfeo 

*5SWKl*W-*ff*bVi'fb'&«f*tS!#b, ft 16B#M«fc NKA 
4bfefc*©5tai4Zili#|I«!!*ttKT©3iD*C*ofc- 







#P$lJl$S (%) 


6 


10ng/kg 


9 7 


3 1 


10ng/kg 


8 2 


^Jfefll 3 2 


10pg/kg 


8 9 


*Kfi0d 3 3 


10iig/kg 


9 3 


mtMM 5 8 


10p.g/kg 


9 0 


6 4 


lOjig/kg 


8 7 


* WlJ 6 9 


10yg/kg 


8 8 



^mmo-^ (i) §^rf s-fb^x^-ecna^^sftstfitt, -a-n 

^->g^#: (NK P NK 2 ROtNK 8 S^) fc^lTitt^ISSb, 
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■ m * <d m m 



i. —ass; (i) zm-rziktem, ^(Dmm±wmtsn%w.xummfo 




(i) 



R^^R 2 ^ m-^hKfemfciT, SIS 

-CO-R 4 > 
-CO-O-R 4 , 

- CO-NH-R 4 , 

- CO- CH 2 -N (R a ) R\ 

- (CH 2 ) m -CO-R 6 , 

- ( C H 2 ) m — R 5 -. 
-CO-NH-CO-N (R a ) R\ 
-CO-NH-S0 2 -N (R a ) R\ 
-CO-NH-CO- (CH 2 ) P -N (R a ) R \ 

- CO-NH 2 , 

i&mmffiiMy ^jv^r^^yjv^jum, ycumRr )vn*c>>x ji^-jit 
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R 5 tt, 7jcm*, -OR 4 §ff§l, Xtt-N (R a ) R b ^W-T^*^^b, 

te»7;pnc^^T;^;uat, tDv^^mk7)v^)vtk, ij)v^^mkr)vzi^- 

->T;i/^;i/S, (g»7^n^->^M-;H£17^n^y7;^^S, fc^/i^-r 

(N- t Ho + v-N-^f;^JVAt^JW|gi7^3^y7j^M, (N-<g 
m 7 )V u * 1/ - N - ^ )VA ^ JV){&WlT)V*)V&, ( N - fS^S 7^n + V- 

N-p<^;i/*;i/A^-r;i/) fii7J^^~>7j^;nxHR 4 $st^, 

* a «fc t) 31^$ ti^STT 1 TiS 3 f@M^$ nfc^Silf *SlX£??c I, 

Ate, ^^l/>^, ^J^-J^Xtt^Jl/JK-M^il, 

Btt, C 1 -C 4 T;i/^I/>XX«C 2 -C 4 T;P^rr.l/>*^^b, 

Ett, C 1 -C 4 7Mk>lXttC 2 -C 4 7j^l/>S^b, 
nfcJU 1 73^3 ©gE2&£j*U 

«f»i¥a«, ADy>ji^ i&m.T)i>*)vm, tHn+j/<g»mM, a 

(N-th'n^>'-N-^5 : iWJl/A'€-f;W fiRT^^^*, (N-f«T;i/ 
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5 . R 1 j&t , . A n T ;i> )V 3£R T ;!/ n ^ ~> 3£ 5 & § i¥ <fc 0 

6. R 1 , 3, 5-tfX ( h U y )VJrU*?-)V) 7i-Mtt3, 4, 5 - h 

x » © & a _h $ n s is o 
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9. R 2 ^\ 3, 4->?7MD7i-Mtt3, 4-^^nn7i^m^ 

10. * ; ?u>&x\z%)i'#-)v&"z&z>, m^comm^ imnmm9m 

o 

i4. i*jgfx&^f m-&<Dmmf& lmnm^ i 

e> sft s n s -rnfr—m £ warn $ n^t-fb-e- %x ©sss_hM? $ n § i& 0 
i7. ixtt2T?*5, m^.(Dm,mmimTbmmi 6^6i^sns^ 
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is. 2t$s, m^(DmmmimTb^.mi 6m^Bmn^n^^-rn^ 

1 9. R 3 ^\ - (CHj) m -CO-R 5 T&S, ff^OfSISijmitT^fgl 8 ^ 

2 0. R 3 ^\ -CH 2 -CO-N (R a ) R b ~C&&, if 5fcO$gBfg 1 17551 1 

2 1. R a 2feOCR 7K*M^. ii7J^M, tFD + ySXttia 

3rz/7JV*)l>&s ^J^^yfiiJJl/^M, #;i/j£3r z/m&7 )Vu *ris7)V*F-)V 

2 2. — N ( R a ) R b ^\ N- (3 - h Kn^y^D tf;P) - N - ^ 3^1/ 7 5 J , 
N- (4 - fc H D^v'^;]/) N- (5-tFD^y^>f 

-N-^?JV75y, N- (6-hFD^y^yJH -N-^f^757, 
N- [2- (2-tHo^/lh^y) X5^;l/] -N-^W5/, N- (2- 
hHD^yXfjW -N-/h^y75;, N — (3 -*Jl/^->7'a tf;U) - N 
-^W$A 2- (3-tFD + y7°otjW tfnUvV, 4-kFn^y^ 
^;Hf^U^y, 4- (2-kFD^yXfJW b°^US?y\ 4- (3-tFD^ 
y7 0 at'JH tf^>J>V, 4- tf^U>?y\ 4- (t 
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2 5. Mf*CDttB8IR15i75SSB2 2JHj^6a^$n*Vi , r^— 3iteB«*n 

2 6. ff5f<Offiffl^l^73;S^2 2 3Jftf> Sit#l£ n§ ^fn^-fl fclB*3 tlfc 

2 7 . m^mmm imib^m 2 2mfrzm^n%^rnfr~m\zmn-g?ifc 

2 8. »5f<©^ffl^l JS7!;^^2 2 TRfr 51WSn§ V>m#>— 3HKl|B*Stlfc 
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29. mmn j 3-vz>itisb<D, mm<vmmm2 7mxnm2 sm^mm^nr^um 

3 1. NK P NK 2 WXttNK 3 St»ftt§ii0Meb<lM 

mm* 

33. p^m, m^^,. mttfflSttw^ft, Mx«/xi«ssfs&st< 
tt^^-r^fcfeois^M't/^^^t-^fc^o, m^(Dmmmimn^m2 2m& 

3 5. M„ «,! : ^^R^/X«1SttP^S'l4W^S^^!^^b< tt»**r*fci6 
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F$ o 

3 7. m^m(Dm^(DmmmimTbmm2 2m^Bmm^n^^-m^— mizm 

3 8. ^®)&<Dm>k(DmmfBim7bmm2 2m& zmirz n&^-fnfr-mizm 
misntciik&my.te^<DMm±mmzn%m&m^mmiz&^T& z\ t\z& d> 
assies, r ^j^-^ift»7xttg^i§fig l < temm-rz-xm. 

4 o . ^5M<Diit5]<0$gigfi§ i mj i )mm2 2mfrzm$i-gn%^mfr—m\zm 

4 i. ^mm(Dm$i<Dm.mmim7 i )mm2 2mfrzm$iznz>^-fnfr— mizm 
m^nr^t^mxn^(Dmm±nm^n^m^m^immizn-^-r^z\tiz^o, m 
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